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(57) Abstract: Adenine derivatives 
represented by the following general 
formula (I) wherein X represents NR 3 
(wherein R 3 represents hydrogen or Ci. 3 
alkyl), etc.; R 1 represents optionally 
substituted alkyl, etc.; R 2 represents hy- 
droxy, etc.; and Y represents an optionally 
substituted aromatic heterocycle, etc : ; 
tautomers thereof or pharmaceutically 
acceptable salts thereof;- and drugs such 
as interferon inducing agents, antiviral 
agents, anticancer agents, type 2 helper T 
cell-selective immune response inhibitors, 
antiallergic agents and immune response 
controlling agents containing the same as 
the active ingredient. 
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w m m 

■a*©n*«*«, #y (i) : #y (o ^#u#;v#*~>i/-h&£©^# 

□ $£LT©||58ttE!re*£. ^?-f>^-7in>^i|ltlT 4 
*W>» r trys$V>*J, 7>h93V >^fc£^^©fc©#&ft£*lT 
(Mayer, G.D., et al. : Science, 1970, 169, 1214 Nichol, F. R. , et a 
1. : Antimicrob. Agents Chemother., 1976, 9, 433 > Stringfel low, D.A., et 

al. : Antimicrob. Agents Chemother., 1991, 15, 111 ) > »*aft#tj£< , 
T$M\*^c<Dm&Otz®WM&tLT0ffimm&l£nT%tr- (Reiter, M.A., et 

al. : J. Leukocyte Biol. 1994, 55, 234) . SU©i£^<>^-7xD>^ 



1 



WO 02/085905 



PCT/JP02/03727 



(EP 145,340) , R-837©<>^-7xn>BltHSttJ4fi<, HflUIOfc* 

xa>B8tfUB#&§;i££j|ffibfc (W099-28321) . LfrU cne*©^* 
«* JStt jW£ V> fc «> , i8fc«« JR* 0 b t> tefcfr o It . 

££nsiM h*K>fc:fcH>*-cW*>-2 (IL-2) ^>^-7io>'-r 
(IFN-r) fc£'***?K Th2«Bfl&^&£££n£ ! fe©k:«, -<>*-nK*>-4 
(IL-4) W>*-D-f*>-5 (IL-5) ThUUlM h;*K>«^ 

n^r-^^i^^^-afi&^oiSttftiSjecL, A;? 

H-feSJS^^^Th2^Ba^^t1-§71^;W^-14^^©a#©S^fc*ViT 

mmmzftRtzft®. mmm%mMisttm&£vxmm&&3\%mz?zt 

tuie#f£C^ *^ioSWH 4 BIS^CIffFi» x-rx^fo^;^ 
s£lL a*JS*«k^^^2-A;w^-TIBlJfi*jeH^TS^a^£©^B&Xttji& 
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BP'S, *»Wtt^T©»i»Sft^-rs. 
(1) (I) : 



■W4>, Xtt, NR 3 (R 3 li*ilf < fi^it 1 ~ 3 <D7J1^^;H) , MUM 
^ ^ffiftlS^fc&L iR'fi. <«#«*!© 77 «m^b< 

. 3 T^$n§7x->MS#:^b<« j e-©s^Mtt#:x^-?-n6©m#^(ci^ 

(2) MiB-|g^ (I) fCfcHT, R'^miCl~8©7^^;i/^ ft*ftZ^8© 

7;vy~;us, M^^c2-8©7;^-;wa, ft*ft2-8©7;ni*'>7;^;H6 

xtt^xo7U-;i/7;i/^;i/^T25-5lKia (i) fcBfcofc^*. 

(3) mib-^ (i) rc*^T, R 1 ^^mi~6©7;^;^T?s^iri2 d 
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)X»(2) fcE*0fc£*. 

(4) tfHB-«!5£ (I) fcfcViT, NHX&3f&ie (1) ~ (3) OUfft 

(5) uTE-fts; (i) »c*viT, mmm^-v&zmm en ~ (3) © 

(6) MIH-^ (I) fcfcttT, y#, ^«ife«u<afBm©t:ui?>gix« 

■«i«u<»*ii*©tJ9s?>inr**t»e (i) ~ (5) (D^-ftifrizmMo 

(7) Mi3-^ (i) \z^t, immmv<femm<Di-7?u>mx 

tt«ft*rL<r4*«jft©^7x>!iT**WC (1) ~ (5) ©Hf^KE 

(8) KriB-jK^ (i) (c*5^x, y««, mmm~4<D7fr*)vm, $.mm~4 
<D7 7mm. *}w?h&* mmm~Av>7 iv^jv^tm. Any 

i-3«itt«©&efcwt".*irffl (i) ~ (6) ©v>i*ftj&MciB*i4©{b£tjo 

(9) Mfa-^^: (i) k&ut* y^\ ^**w4©7;i/+;ws, ^^^i~4 
©7;p3^r->», 7jcm*. ^JW7"hi, ^*ici~4©7;v^;i/5 1 ^*, Any 

;P7$/*, tfnu^-M, tr^U5?/a6xr^ ; E;w*uya6*6&*»^6a 

;W36T?»D, R 2 ^7KmST*^MI3 (1) - (6) , (8) ©V>tftta>fcB*© 

(10) X*t NH X«m*MTT^^> (9) Eltafcftto. 

(i i) (i) ~ (i o) ©^fn^K:iB*©ft^**#«ii«^fc-r*Kii 

o 

d2) t&fB (i) ~ do) ©^rn^K:f3«©ft^**^^frs-r> 
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d3) mm (i) ~ do) <D^?nfr\zmm<Dfc^z#%!f8.tt£Tz>$LV 
d4) mm (i) ~ do) m*rnMzmm<Dik&®*ii%}j&tt£?z>ijim 

(15) kte (i) ~ do) ovi-rn*fcc«©ft^««*»^fc*r*^^ 

(16) tcrsB (i) ~ do) ©virn^fciB^cD^tt^jfrja^t-r-sffiy 
d7) ure (D ~ do) <D\,*?nfr\zm&<D{t&®z&®j&ftiiirz>ftm 

2-^ntf;i/«, l-r/^s* 2-^^;vs> i-^>^«, 2-^>^;i>g, 
i-^\+->;i/S, 2-a^s^;^, i-^t^ji/K, 2-'\:/^/i>ak 3-^\^;i/S, # 
2-^^;wyntf;vs, 2-*?)v?7)V£, z-*?-)V7^)m, i-^ 
)]/^>?-)vm, 3-^5 1 ;^^>^;^s^ 4-^;i^>^;)/g> ^^a^->^s> 
^f;K7?;n> i, l-^^x^g, u-^^^7'di;jh, 2-x^;u 
a^->^, ^p^>^;M^;i/g, s^p^^m^s* ^D7o(f 

y^n7fM, ->^p^>^;i/S, ^g t ;p'>^p^>^;PS, ^qa. 
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2-k Hd+^i^jH, l-h Hn^v^Dtf;vS, 2-t h'n^n t?;vg 

, S-tFD^yDfj^ l-kKD^y^S, 3- 

h Hn^yWI, 4-k Kn*->:/^«&£;«tfS,ft3 0 

Lxit, yx.-)v&, \-t7^)Vm, 2-i-y^)im, 3-tfU 

4-tf Ui>;i/S, 2-fcT^x;^ 3-bf^x;!,^ 2-tfU5^-^S, 4-bf 
l^'/^H, 5-£»J$i?x;i^ 2-7U/H& 3-7 UAS, 2-^xx . 3- 
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smtbTte, v^ivjs.;^ i>^)V7B.jm, ^yu^^rs.ym, v 
z?^)V7$.;g. ^)V^^)V75.y^, *?-)V7u\i)) / 7^;&izE*m?z> 
z.ttf-etz>o mzmmm~i<D* : ;7)v*)i'7s;mthT\z, *^7$y 

z&o mmmmm^(D7)^)v^&thx\t, x^^g 

, l-yaHJl/^S, 2-yatf;i/^*S, 2-7*3 1 ;i/^:*g, t- 

mmmzm?zKnz&tf%7v~)i>&£fcjz^n7v-)im£VT\z, i-* 

f;V7xn;vs, 3-^^7xzjvs, 4-^^;i/7x-;ws, 2-x3VV7xx;i> 
3-i^l/7i-jH, 4-x^;V7xx;i/g, 2-7citf;]/7xxjt,g. 3-:^d 

ptf;i/7x-;K», Mv7nH;i'7x-jH, 2-79^1/ 7 xx;i/X> 3-7^;i/ 
7i-JH, 4-7*'?Jl/7x-JH > 2-7an7xr.;H, 3-7nn7xzjH, 
4-^OD7x^S, 2-7Jl/tn7xrj|/S, 3-7JWD7x"jH, 4-7JVrt 
n7x-JH, 2-^h^'>7xZJH, 3-^h^i/7xZJkS, 4-/^^->7x 
x;t/«, 2-lh^i/7i-JH, 3-Xh^:>7xXjl/», 4-lh + ->7x^S' 
> 2-7°D#^S>7xX;i/S, 3-7°D^5>7xX;i/S. 4-7°n^^>'7x-M 
, 2-<V7'd#^^7xz;H, 3-'fV7°n^^->7x-jH, Hv7n^ 
y7x^Ss 2-7h^^7x^JH, 3-7h^>7xZJH, 4-7h=l:y7x 
x;v«, 2-^tF;i/Ti5y 7x^H, 3-/f JP75 7 7xr-m 4-* 9^7$ 
/7x-M, 2-X?JV7 5 7 7x-m 3-XfJP7> 7 7x^1, 4-X?- 
;i^75/7xx;^ 2-7°p^75/7xx;^ 3-7otf;i,75/7xx;p 
26, 4-7ntfJl/75 7 7x-JVS, 2-fV7'nW$/7xzjH, 3-<v7 
Dt^75;7x-JH, 4-^V7"D^7S77x-M, 2-7^75 7 7 
xx;H, 3-7^7^7 7x-m 4-7*3^75./7xx;Wg, 2-v*5P;)/ 
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7$/7xXJl/g, 3-^5^7^ 7 7xx;Vg, 4-^^W$;7xr;H 

^ 4-^7*13^75/ 7x-M, 2->>7*3\a'7$/7xx;i/g, 3-> 5 ^5 1 ;i'7 
S7 7x-JH, 4^7^75y7x-;H, 2-X?JM^7S7 7x-jy 
3-XfjV^W$7 7xxm 4-X5 1 j^W577xx;H, 2-* 
^V^^xX^g, 3-*^;i^;*-7xXJVg, 4-^^;i/^^-7xx:;vs> 2-x 
f^?t7xx;H, 3-l5 1 i^^7xXM, 4-XfJl/ft7xx;PS, 2-7° 
ntf;i/?:*7xx;i/^ 3-7°nf ;i/^:*7xx;i/-X, 4-7dHW7xx;H 
. 2-ryyntf;v9 1 ^-7xx:;^ 3--r 77°d kMl^^xx;^ wv^n 

t°;V^7xX;VS. 2-7'5 1 W7xXJ^ 3-7*^l/?t7xXJl/S, 4-7* 

^ft7xx;n, 2-^5 1 ;wi-^-75 1 ;i/S; 3-^^;p-i-^-7^S, 4-*^ 
5-*:f;iM-:J-75P;^ 6-pWP-i-:*-7^;hS, 7-^^;i/-- 
i-±y?)i<&, s-t^jis-i-j-y^frm. i~^^ji-2-ty^^^ 3-^3\n-2- 
:J-7^.>i^> 4-*?-)V-2-fy?)\>m, 5-^^;v-2-x7^;vs, 6-^9^-2-* 

79^S, 7-.^9 1 ^-2-J-'7 5 1 ;i/«, s-t^jw-j-y^jvm, 2-* b*>--l-^- 
73^-3£. 3-^ h^5/-i-^-^5F;i/S. 4-* bZ-^-i-j-y^jim. 5-*b^>--l 
-y-y^S, 6-^ i>^->-i-^-7^;i/ji, 7-* b^->-i-i-y^)vm. 8-;<b4- 

>-l-7-79Ml/g, \-^h^iy-2-i-y^)Vm. 3-^ Y^y-2-y-y^)V^ 4- A 
V^r^-l-y-y^jV^ 5-* h3rv-2^7?MHi, 6-.* h^->-2-^7^;l/», 7 
h^S/-2-^79 1 ;l/*> 8-p< N^^-2-7-75 1 ;^ 2-Xh^S/-l-±75 1 ;PS 
, 3-Xh^i/-l-t7f;VS, ; 4-Xh^y-l-t75 : M, 5-xh^->-l-t75 : 
6-Xh*v'-l-t75 ; M, ?-xh+>'-l-t75 i m 8-xh^y-l-t 
7^;VS, l-I^'>-2-t7^, 3-Xh + ->-2-t7?JVS, 
-T75 1 ;H> 5-Xh^y-2-t7fM, 6-Xh^y-2-t75 : JH, 7-xh3r 
v--2-7-75F;^. 8-Ib=t : yJH-t75 : JH, 2-t K D^^-l-^75 1 ;^ 3 
-t Fu*i/-\-j-y 4-t Kn^^-i-^-7 5 1 ;^ 5--tFn^y-i-t7 

5^;i/S, 6-b Ko^sy-i-^-7^;i/S, 7-t fd^-h*-?^;*/^ 

'>-l-^-7^;i/S, 1-t !*P^->-2-^73Ml^ 3-kFD^y-2-t7fJH, 4 
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7-fc h*n*$/-2-±7^;v£, 8-t H 0*^-2-^7^** 

7^Jl/g, 6-^DD-l-^-75 1 Jl/S> 7-^nn-l-^-7^S> HDD-l-t7 

\-2uu-l-j-y?-)vms 3-^dp-2-^-75 1 ;PS, 4-^nn-2-^-7^ 
5-£nn-2-:f-73\>l^ -2-^7?;p^ 7-^nn-2-±7^;P 

8-^nn-2-^-75 i ^S, l-y)V^ru-\-i-y^)V^ 3-7 ;P#n- 1-^7^ 
)\>m, i-y)V*u-\-j-y^)V&, $-y)VJru-\-i-y?-)vm. 6-7;M-d-i-:J- 
7^;vs> 7-7;i/^-D-i-±75 1 ;^, %-y)V*u-\-±y?)\,m, 1-7^^-0-2 
-i-y^jvg, 3-7;i/^-n-2-^7^S, 4-7;v^d-2-^-7^;1/S, 5-y)V* 
n-2-t7f;i/S, 6-7;vtn-2-t7fM, 7-7;1/^-p-2-^7^;v*. 8-7 

)V*U -2~iry^)Vm, 2-75/-l-^7^;Vg, 3-75 / -1-^7 ^;WS> 4-7 
5/-l-t7«H, 5-7 5y-l-^7^;i/», 6-75 7-l-t7f;H, 7-7?, 

7-i-^-7^;ps, 8-7.=- y-i-^^i/S, i-7$y-2-^-7^;v«> 3-757- 

2-^-75 1 ;i/*, 4-75 7 -2-^7 3^*, 5-7 5 7-2-:?-73 1 ;HS, 6-75 7-2- 

±y^)vm. i-T^j-i-i-y^^m, 8-75/-2-^7^;v*, 2-/^75; 
-\-y-y^)vm, z-^^r^j-\-y-y^)vm, ^fjV75;-i-t7?jvs 

^ 5-^^75 7-l-t7^S, 6-^^75/-l-t7fJH, 7-73^75 
7-l-^7^VS, 8-^^V75;-l-t79 : ;H, 1-73MV7 5 /-2-±7^ 
3-^^7 5 7-2-^"75 1 ;i'*> 4-^fJV75 7-2-t75 1 JH, 5-^^;P7 
5 7-2-t75 : m 6-^?;V75;-2-t7f;H, 7-^^75 7-2-^7^ 

;vs^ 8-^^;i/75 7-2-±75 1 ;v^, 2-'7^?;v75y-i-t7f;n, 3-^^ 

5=-;i/7 5 7-l-^-75 1 ;i/*, 4-7^5 1 ;i/75 7-l-^75 1 ;i/S, 5-7^^75 7 
-1-^7^^. 6-:7^^;i/75 7-l-^-7?;i'S, 7-> J ^9 1 ;l'7 5 7-l-*>7^ 
8-7^^75 7-l-^-75 1 ;^> 1->^^;P75 7 -2-^7 ^;VS> 3-5? 
73^75 7-2-:J-73 1 ;i/^ 4-^75M/75 7-2-^73 1 ;l^> 5-773MI/75 
7-2-^-75 1 ;i/S, 6-y^^757-2-t7fM 4 7-y^W$7-2-t7 
tPJl'S, 8-v^?;i/75/-2-^-79 1 ;^ 2-73^-3-tfU 4-73MV-3 

-tfus^s, 5-^^;v-3-truv;i/S> 6-^^;v-3-tf u ~7;i/», 3-73^-2-t? 
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swak 2-*3 1 ;w4-tfiJ^;i^ 3-^^;i/-4-tfu> ? ^S> 

6-^^;i/-4-tfu^;i/«, 2-x^;w3-tfu 4-x^;w3-tru^;p 

& S-JL^JV-Z-WzSJVg, B-X^V-S-KU^*, S-jWV-B-KUSWafi 

, 4-*^;i/-2-t£ij$?;i^ 5-^^-2-tru5?;vs> 6-x5 t ;p-2-tru5?;ws, 2 
-x^;W4-tru swak .s-x^/p-^KUswak 5-x^;p-4-fcrU5W2k 6-x 

^-4-bfU^S, 2-pt h^^-3-trU5?;^ h^v-3-tf'Jv^g, 5- 
^h+i/-3-lf'JyM, 6-* h+S'-S-KUSWaS, 3-* h^-2-trU 
, 4-;* h^^-2-tfiJ^;^ 5-* h^->-2-fcfU5?;^ h^v-2-trUv 5 
;P36> 2-^ h^->-4-trU 5?;V3k 3-* h^rV-4-tfU 5-* h*$/-4-tf 

U^«, 6-* b*~>-4-t!U$Ml/g, 2-xh^rv-3-tfU^;i/^ 4-Xh=^>-3 
-tf'JSWak 5-Xh^rv-3-tf»Ji?;^ 6-Xh^'>-3-eU^i, 
->-2-eU^;i/S, 4-lh^'>-2-t!'J^S, 5-Xh*->-2-KU^3t\ 5-x 
r^i>-2-tf U^S, 2-xb*v-4-t?'J^;i^ 3-X h*>-4-H U swafc, 5 
--X h*~>-4-tf >J i?JI/*, 6-x h^r^-4-tf V 5?;P3t» 2-t HD*->-3-b! U 
ae, 4-t {hkHD^-S-tfUSW*, 6-kK n4^-3 . 

-try 3-t kp*s— 2-t*y s>;ws v 4-t Fn*->-2-ky s-.t 

Ko^5/-2- bTU^ai, 6-t Hn^^-2-fcTUi?;^ 2-fc Fn^-4-kfU 5> 

-4-t!us?;i/S, 2-^;p*y h-3-tfU^;vs, 4-*;p#:/i— 3-trys^s, 5- 
^;w^H-if'j^n, 6-^;^^h-3-tfu^;^ a-*M?b-2-\zv 

4-^M^h-2-t'us;jn, 5-^;i/*yh-2-t!u^;^ 
h-2-tfiJs?;^ 2-^;i/^^h-4-k°u> ? ;^ 3-^;w*^h-4-t!U^;i/S,- 5 
-^^*^h-4-tfu 6-^;v*^h-4-HU^;p^ 2-*^;H^-3-tfy 

^-3-tfu^;^ 3-^?;^*-2-tfU5?;va6, 4-^^;V5 1 ^-2-tfU> > ;i/«, 5 
-y^;i-^-2-fcfu^;i/^ 6-*?;i^*--2-t!y 2-.^^;v^^--4-tf u 
swak 3-^^;i/^-4-trus;;ps, s-^^tf-Hhtryswak 6-*9Mi^ 
>-4-tfU5?;V*. 2-^no-3-tfU^S, 4-£ □ p-3-tf'J i?)V& 
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6-^DD-3-fcfU^;i/*> 3-^nn-2-tfU^;i/S, 4-£pp-2- 
fcfUSWak 5-£PP-2-fcfU^;Vg, 6-£PP-2-tfU-7;i^ 2-£PP-4-H 
UyJI/S, 3-^np-4-tfU^;WS, nn-4-lfU S^g, 6-£PP-4-t?U 

swat* 2-75y-3-tru^;vs, 4-7^/-3-tfu^;^ 5-75 y-3-try v 

6-73y-3-tfU ~7;i/S, 3-7== y-2-t:>j~7;i/a, 4-X$y-2-t?U5>;i/ 
, 3-T5y-4-t!U^;VS, /-4-trUv?;i/S, 6-73 7-4-b!U5?;va£* 2 

HE/*^;P75/-3-t:us?;i/g» 4-^7*3^7$ y -3- trusts, 
^^;P75 7-3-tru^;i/S> e-^y^^rsy-s-tryswak 3-^/^^ 
7 s y-2-tru vji/g, 4-ty ^^;i/7^y-2-tru>?;vK> 5-^*^757 
-2-tfu^;i/*> *?-)V7s.;-2-¥Mi?)v&s 2-^ey /ws;-4-t 
yswak s-^yy^T^y^-tfu^s, s-^y^s^rsy-^-trysw 
* v 6-^y^^75y-4-t!U3?^*, 2-7* ^;W7$ y-3-tf u i-v 
y^7^y-3-tfu> ? ;vg, 5-5**3^73 y -3- t!y-?;ns, 8-5**^75 
y-3-tf»jv;^> 3-s?^^;P75y-2-tru^*, 4-7*3^73 7 -2- tfy 
s?;i/3S, s-i?*?)vy*y -2- trysw*, 6-^^73 y-2-t:u 5?^*, 2- 

3^^^75y-4-t!U3?^K, 3-5**3^75 y -4- if'J^M, 5-5?* 3^7 

8-^73^73 y -4- try>>;i/«> 2-7;i^p-3-tfy ~7;p 
4-7/M-n-3-fc!y3W*, 5-7;M-p-3-tfy 5?;wg, 6-7;^n-3-ify 
~7;v*. 3-7;v*n-2-fcfu-^;vg» 4-7;v^a-2-tru 5-7 ^p -2- 
tru^;us, 6-7;^n-2-t!u^s, 2-7;i/^-p-4-b°u^;i/^ 3-7;m-d 
-4-truvji/g, 5-7;w*P-4-tfU^;PS,-6-7;i/*D-4-ifU5?;vs, 2,4-7 
7 3^-3- tr u swak 2, 6-5?* 3^-3- tr u >^S, 5, 6-7 y 3^-3- 1? y 

& 4,6-^y^Jl/-3-k!'J^S, 4,5-^^^-2-lfU^;^ 5,6-^^^-2 

-tryswg, 2, 3-^y^;i/-4-tru^;^ 2, 6-^^^-4-tf'j^g, 2,4- 
b*v-3-tfu 2, h^^-3-trui?;v*. 5, 6-*7*h**>-3- 

bfU^VS, 4,6-7* b*v--3-t!y^X, 4, 5-7* h^^-tfUi?;^ 5, 

h^s>-2-tfu^«> 2, 3-v* h+sM-trysw*, 2, 6-7* h*~>-4 
-eyswak 2-^pp-6-y^;p-3-tfU^;PS> 6-^pp-2-*3 1 ;i/-3-t!y -7 
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;K h*5/-3-t!US?;va6, 6-7 o p-2-* 

5-*3\>l/-6-7 P P-3-t? U 5-* h^>-6-7 n P-3-tf U Vim, 5-x h 

^i/-S-^DO-3-lf'J^H 4 5-7 PP -6-^^-3- fcfy^g, 5-* h + S>-6 
-^^;W3-t:U^;i/^ 5-xh^i/-6-^^l/-3-h!iJi?;l/i, 5-7PP-6-*!- 
4^-3-trU i^l/g, S-^nn-B-xh^^-S-tfU^;^ 2, 5, 6-hU^^;i/-3- 
¥W)Vm, 2-bf5v ? x;Wg, 5-*^)V-2-¥7i?~)im, B-^^-fc: ^i?x 

-fcr^>>x;i^ G-xh*~>-2-¥7i?-)Vm, 5-7PP-2-fcr^v>x;i^ 6-7 

nn-2-tf^vx;i/S, 3-3*3\)V-2-7y;i^ 4-*3MW2-7U;i/g, 5-*i^;w 

2-7 U;]/*, 2-^3Ml/-3-7U;i'S, 4-^fjH-7'J^ 5-^f;i/-3-7'JJV 
S> 3-/ h^rV-2-7U;VS> 4-^ N^r>-2-7U;WS> 5-* b^>-2-7 U Jl^ 
. 2-* h*z/-Z-7VJV£, 4-> h^>-3-7U;i^ 5-* h*>--3-7u;va, 3 
-7pp-2-7U;1^ 4-7pp-2-7U;I^ 5-7PP-2-7UA<g, 2-7PP-3 
-7'j;i/*> 4-7PP-3-7U;i/g, 5-^nn-3-7'JJH, 3-7;vtn-2-7'JJl/ 

4-7;Wo-2-7>JJH, 5-7;l/*n-2-7U;VS, 2-7;Vtn-3-7'JM 
. 4-7;i/tO-3-7'JM > 5-7;^D-3-7'Ji^ 3-^^;W2-^XXJl/S, 4 

-^^-^xx;^ s^f^-z-^i-iH, 2-^^jv-s-^jl-j^m, a-* 
?;i/-3-?x-;i/S 4 5-^^-3-^x-;^, 3-;* b*5/-2-^x-;i^ 4-* 
b^->-2-^x.-)Vm, 5-* H^>/-2-^xx;VS, 2-^ h^^-3-^x-;i/S, 4 

K^v-3-^x-;VS, 5-^ h^rv-3-^x-^S, S-^no-Z-fx-JI/S, 
4-7pp-2-5Pxx;1/^ 5-7pp-2-^xx;i^ 2-7pp-3-^x~;^ 4- 

HDD-3-fi-M, 3-7;1/^-p-2-^xx;ps, 4- 
7;v^p-2-^xx;ps, 5-7;i/^-p-2-^xx;kS % 2-7;v^p-3-^xx;w^ 
> 4-7;v^-p-3-^xx;vs, 5-7;W:tP-3-^xx;i/S££7»tfe>*l&o 

(i) \z&^x, rrm^n^m^tvx\t^m^ ^;^7°hs> 

MIBMiHlfcl ~8©7ymylt Ltd ^Jitf*JH;W^yS, 7-fe 
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^ y )v-t* zsmtz z&m wr e> n s . 

lift x^;VS> n-yotf^S, V^ntr;i/*<»T**. 

(i) yic^w-s, g*B^ k*®^ sfcttttssT^ea^sn . 
**w-)vm, \f.^v-)vn. <5^7-jh, try$>>at, tf7^>a!>. t? 

mm iZ cfc o CD -ffl5dJfi» $ tlT V> T *> <fc Vi . MA. fcf S » Y*5 fcf U >^ T & 

<, mm&¥7?>mx&zm&m^m<Dmmmz£^x\zyi?>m<D&M 
oimizmm^nx^xh^o mmt)nm&±®mmmz&'Dxmmz 
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mm~w>>T)v*)\,7$;^ umm~i<D : tJ7)v*)V7*;&, 1- 

Hnu>?-;K 2-tTn U :yx;WS, 3-Hcnj^x;^ tf^USVg, 

m^wrjvz^ism, 2$\z\mmfc%m~wv7)i*)V7s.;m%.zfimm 
$>z>o mzmmm~4<o7)v*)i?-*&tLT\t, x^^g 

. l-7u¥)V?-tm, 2-ynt°;i/^^*, 1-73^9^^ 2-^)V^m. t- 

•glS^TSYiibTte, 2-*3 L )),-\-i-73 L )im, Z-^^)V-l-^7^)^ 
, 4-**)V-l-j-7^)l&. ^^)V-l-t79-)V^ b-*r)V-l-)-7^)im. 7 
-*^)V-l-j-7?)]s&, i-^^)V-\-^7^-)V^ \-^^)V-7-i-7^)Vm. 

^;w2-±7^;v», 4-^^;v-2-^-yg 1 ;i'S, 5-p<^;I/-2-±7^;ps, 6-/^ 

h*^-l-:J-7^;i^ 6-* h^-l-^^i/g, 7-* b*^-l-i-y?)VM, 8 
h^'>- 1-^-7^;^ 1-^ h^'>-2-^-7^;PS, 3-* h**/-2-j-7??VM 
, 4-p< b^F>'-2-i-7^;^ 5-X h^^-2-^-7^;^ 6-* ^*->-2-:^7?- 
;^*, 7-^ h4 i v'-2->75 1 ;^ 8-^ h^;V-2-^-7^;P*, 2-Ih^-y-l-t 
7^)Vm. 3-Xh^r>-l-^7^*, 4-Xh^y-l-t7f;VS, 5-Xh^y-l 
-±75 1 ;l/^, 6-xh^y~l-t7^H, 7-lh^y-l-t7fJH, 8-Xh^p 

~>-i-^-7^;p-S> i-xh-ips/-2-^-7g 1 ;kS, 3-xH^e/-2-t75 : JH, 4-x 

h^v-2-^-75 1 ;^ 5-Xh + y»2-t75 : JH, e-xF + y-2-t75 : M, 7 
~Xh^y-2-t7fjH, 8-Xh^y-2-t7?J^ 2-t h'D + y-l-t7fJV 
3-kFn+y-l-t7^H> 4-fcHD^>'-l-^-7^;^ 5"kHo^S/-l 
-^7^;^ 6-tFD^e/-i-t7fm 7-kHn.ty-l-t7?JH, 8-k 
FD + y-l-t75 : ;H, l-kHP^y-2-t75 : J^ 3-fc H D+y-2-t7? 
4-tFD + y-2-t7?;i/i, 5-hFD>y-2-t7^Vi 1 6-bFP^>. 
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^nn-l-t7fJH, Z-yu.u-\-j-y?-)\,^ 4-^DD-l-t7f JH, 5-7 
pp-1-7-7^;1^ 6-7nD-l-t7fJl'S > 7-£pp -1-^75^1/^ 
ti-\-±y^)m, 3-7PP-2-^7^;i/g> 4-7 dd- 

2- ±73 1 ;j/g, 5-^DD-2-t7WH, 6-^DD-2-t7^H;7-7nn-2- 
^7^;vg, 8-^na-2-t75 1 ;H 1 2-7 )V*U -1-^-7^;^ 3-7;V^D-l 
-^-75 1 ;i/S, A~y)V^rn-\-i-y^)vm. i-y )V^u-i-±y^)vm, 6-7;^ 
p-l-^-75P;i^, l-y)V*u-\-i-y?-)vm, %-y )V-tu~\-^-y^)vm, 1-7 

.jto- d-2-^-79 1 ;^ 3-7;i/^n-2-^-7^;PS, 4-7;i/^-n-2-^-7^;i/^ 5 
- 7 ^p -2-^7^1^ 6-7;p^-p-2-^-7?;vs^ 7-7;i/^-p-2-^-7^;vs 

, 8-7;i/^-P-2-^-7^;VS, 2-7$/-l-^-75 1 ;U*^ 3-7$ / -1-^7 f-Jbg . 
, 4-75 7-l-±75 1 ;i/S, 5-7$ 7-l-±7^S, 6-7$ 7 -1-^7 3^36, 7 
-7$ 7 -1-^-7^;^ 8-7$7-l-^75\>l^ 1-7 5 7 -2-^7 3-7 . 

s../-2-j-y^)vm, 4-7$;-2-i-y?)i>m, 5-7$ 7 -2-:?- 7^*, 6-7$ - 

/-2-:J-7 3MI/g, 7-7$ 7 -2-i~ y?)Vm, 8-7$ 7 -2-^7 2-*^)V 
7$ 7-1-^-7^;^, 3-/5 1 ;P7$7-l-^-79 1 ;i/», 4-7^^;W7$ 7-1-^7 
?)Vm* 5-7^7$7-l-^-7^;i/^ 6-7>5 1 ;i'7$7-l-^7^;l/», 7-7* 
;i/7 $7-l-^"75 1 ^S> 8-7 ?)V7 $ 7-1-^7^;^ 1-7^7 $ 7-2-± . . 
73^g, 3-79 L ;i/7$7-2-^-75 1 ;V*> 4-7 9^1/7$ 7 -2-^7 5-7 ~ 
^;P7$7-2-^-79 1 ;i/*, 6-7?;W7$7-2-^-7^;^ 7-7^7$ 7-2- 
^-7^S, 8-7^;V7$7-2-±7^;i/*, 2-77^7$ 7 -\-j-y^)Vm. 

3- :77^;i/7$7-l--f75P;i/«, 4-77 ^7$ 7-l-±7^;i/», 5-77^ 
7$ 7-1-^-7 6-77^;V7$7-l-±7^;i/S, 7-773^7$ 7-1- 

^-7^;i/S, 8-7 7 ?\H/7$ 7-1-^-7^;^ 1-77 ^;U7$ 7 -2-^-7 

, 3-773MI/7$7-2-?-73Ml^ 4-7 7 ^;i/7$ 7-2-^-7^;!/^ 5-773^ 
;i/7$7-2-±75 L ;PS, 6-779^7$ 7 -2-^73\«> 7-77 3^1/7 S 7-2 

-7-y?-)vm, 8-773^7$ 7 -2-^- 73^1^ 3^fjv-2-fi-jn, 4-7 

^;V-2-^x-;PS> 5-7^;P-2-?xn;VS, 2-7^;i/-3-^x~;i/S % 4-7 3 1 
;W3~3 1 x-;i^ 5-7^;i/-3-^X-;PS, 3-^h^v-2-?l-JH, 4-7 h 
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^ h^^-fi-M, 5-*.h*~>-3-^xx;Pg, 3-^nn-2-fir;;H, 4 
-^nn^x-j^ 5-^Dn-2-fxxjVS, 2-7nn-3-3 i xx;i/S> 4-7 
dd-S-^xxM, 5-^DD-3-fxx;vS, 3-7;i/tn-2-fxx;^, 4-7 
jl/tn-2-fir;H, 5-7;i/tn-2-fxx;H, 2-7;i^a-3-3 1 x-;i,g > 4 
-7;i/^-p-3-^xx;vs, 5-7;i^ d-3-^x-;i^ 3-^^;i/-2-7U;i/S, 4- 
^^;i/-2-7U;i/S> 5-*3Mi/-2-7U;i/^ 2-*^;i/-3-7U;i^ 4-^^;i/-3- 

7U;Vg, 5-*3MW3-7>j;i^ 3-* 4-^b*y-2-7U 

5-* h^->-2-7U;vs, 2-^ h^~>-3-7U;kS> 4-/b+^>-3-7u;i/ 

5-* h3^>-3-7U;]/g, 3-^nn-2-7U;i-S, 4-7 0D-2-7UJH, 5- 
^□o-2-7U;VS, 2-7an-3-7'j;^ 4-^pd-3-7'JM, 5-7PP-3- 
7U;V», 3-7;]/3-0-2-7lUl^ 4-7;Vtn-2-7'JM, 5-7Jl/:fra-2-7 
U^S* 2-7;i/^-p-3-7 1 J;W*> 4-7;^ D-3-7U;V^ 5-7JP:fra-3-7D 

3-^^;i/-2-tfau;vs> 4-*5^-2-fcfmj;i/^ 5-*3MW2-tfn y )V 
2-*?)i-z-¥nv)},m, 4-^^;w3-tfnu;p*, 5-*^)\<-s-\fuv )im 

, 3-* b*$/-2-tfnu;i^ 4-^ h^->-2-t!nu;^> 5-p< h^>-2-fcf a y 
;ws v 2-* h^^-tiDijM, 4-^< h^^-3-tfa u;i/-S> 5-*b*>'-3-tf 
n»j;WS> 3-^na-2-HP'JJH, 4-7an-2-fc!n U;VS, 5-?DD-2-fcfp 
U;V*> 2-^nn-3-lfD'j;H, 4-7nn-3-t!ay 5-7no-3-tfnU 
3-7;i/^-n-2-trnu;vs, 4-7^:*n-2-fc:a u;i,g. 5-7;i/^-n-2-tf 
nu;ws, 2-7;i/^-n-3-tfDU;PS, 4-7JV:*D-3-fc!o U JVS, 5-7;^n-3 
-IfDUM, 1-^^-2-f 57VU;i/g, 4-*9^-2~f $^/u;ps, 1-;* 

2-^nn-4-^ ^ 5-^DD-4--f5y 4 /'j;i/S, 4-7^ □ -2- 

-f^v'u;^ 2- 7 ^- o -4-r 5 7 u 5-7;i^n-4-r 5 7Vy;vs 
, 2-^^;w3-if u 4-^^;u-3-tfU ^;^, 5-*^-3-t? uswak 6 
-^5=-;w3-tfu^;i/S. 3-^?;w2-k*u^;^ 4-^?;i/-2-tfu^;v«, 5-* 
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3-truv;vs> 4-x-5 1 ;v-3-t:U> ? ;vs, s-x^i/^-tru^g* 6-x^;v-3- 
trus^g, 3-^^;p-2-tfu^;i-s, 4-^^-2-tfu^AS, 

USW«, 6-X^;V-2-tfU^;i/»> 2-x^-4-t!U v'jVg, 3-X3M1/-4-HU 

5-x^;v-4-tfUi?;i^ e-x^^-trui?;^ 2-* 
-?;vak 4-* h^^-fcru^vs, 5-;* h^v-3-if ysw*, 6-^h^s/-3- 

HU^S, 3-p< h^->-2-tfU^S, 4-* h*$/-2-fc? U5?;i/3k 5-* h4-> 
-2-tfU^;i/S^ 6-^ h^rv-2-tfU^S, 2-^ h^v-4-tfU^;P», 3-*h 
^->-4-tfU^», 5-p< h^v-4-tf U^;VS, 6-^ h^->-4-tfU^;i/S,. 2- 

xh^v-3-trij^*> 4-xh^rv-3-tru^;i/g, 5-x h^v-3-tf u v^m 

, 6-xh^>--3-tfU^;V», 3-xj>^>-2-tfU^;i/g, 4-xh*>'-2-t?U^ 

;vat, 5-xh^->-2-tru^;^> 6-xh*>--2- trusts, 2-xh*->-4-tf 

USUI'S, 3-Xh^>-4-tfU>M^ S-Xh^^-tf U^*, 6-Xf^~>-4 
-tfUi?;Vg, 2-kFD^y-3-f'J^I/S, 4-t H n3->-3-t? U yJH, 
FD^^-3-tfU 6-t + 3-k H >J 

->-2- tf U z?)\>m. 5- th'D + i/-2- tT U 5- kFo^y 

-2~tf UvMl/g, 2-kFD^i/-4-H'J^M> 3-t Hn*y-4-HU ^JH> 5- 
t Kn^->-4-trU^S, 6-k Kn^^-tfU^g, 2-*;P# 7 h-3-tf U 

4->.;u^^h-3-eu> ? ;i/»> s-pui^i/h-s-ifU^i/S, 8-*;i/*>* 
s?;^, 3-;*;i/;ft:/h-4-fc:us?;i^ 5-.*;i/#:/ h-4-eu^;v«, 6-^;i/*y 

h-4-t!Ui?;i/S> 2-^^5 1 ^-3-tfU> ? ;PS, 4-^^^^-3-lf'J v ! ;w*. 5 

-*^;i^:*-3-t!>j 6-^^;^^--3-tru^;^ i-t^K^or-i-vy 
z?)im, 4-*^;v^-2-hu ^/ps, 5-^^;i/?^--2-fcfu^;vs, e-^^i^ 
*-2-t:u?;;i^ 2-^^;v^^--4-tfU^;vs, 3-^^;^*-4-tru>?;^, 5 
-^^;^^--4-t:u^;i/S, 6-^^;i/^-4-tfu^;^ 2-^on-3-t:u^;i/ 

4-^DD-3-tfU^;i/*s 5-^DD-3-hf U 6-^DD-3-tf U 
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-£nn-2-l!US>/W6, 3-£ □ p-4-b°'J 5-^7 

6-£nn-4-fc?Ui^g> 2-75/*-3-fc! 4-75 
5-75/-3-£U^;i^ 6-75/-3-t°U> 5 ;l^ 3-75/- 

2- tru^;vs, 4-75/ -2- try^g, 5-75 /-2-tru 6-757-2- 
trus?;i/S, 2-75 / -4- tru 3-7 5/-4-tfu>>;i/g, 5-75/-4-tr 
u^i/S, 6-75/-4-hu>mi^ 2-^/*5Mi-75/-3-t:y^;i^ 4-^ey 
^^A75/-3-trui?;^ 5-^y^^;i/75/-3-eu^;ua, 6-^/*^;i/ 

75 7-3-eU^Ss 3-^/^^1/75 y-2-brUi?;^ 4- ; E//? 1 ;i>75/ 
-2-tfUS^g, 5-*:/^;P75/-2-kry>>;^ 6- ; E/^:P;l,7 5/-2-t? 

2-^y^^75y-4-ifu^;i/^ 3-^e/ /3\>i/75/-4-tfu>>;]/ 
5-t/*^;v75/-4-tfU^;i/g, 6-^/*^;i/75/-4-t:y^;i/«, 2- 

'>^5 1 ;i/75/-3-eu> ? ;PS, 4-y7^75/-3-e'Jy;H, 5-S^?;)/7 
5 /-3-tf U 5?^/JS, 6-^^ 9^75 / -3-tf U 3-S?;* :F;V7 5 / -2- T d 

u^;vg> 4-^^^;W75y-2-h!'j^;PS, 5-s?;*^;i/75/-2-tfy^;i^ 1 

^;P7 5 / -2- tf U Vfr&s l-i? ;* ?)V7 5 / -4- tf U 3-5? *^)l> 

75;-4-lfUyjH, 5-v*^;i/75/-4-tfU 6-^pW1/7 5/-4- 

fcTUSW*, 2-(l-KDUs;«;W-8-t!U5?;P«, 4-(l-£PU^;>)-3- tfU 

5-(i-tfnu^;w-3-kru^a, 6-d-trnus?=^)-3-ifu^*, 

3- (i-tfau$>-;v)-2-tfu^;v*, 4-(i-tfau^n;w-2-eu^;ws, 5-(l- 
tf nu^n;w)-2-tfu^;^ 6-(l-tfnu^-;v)-2-t!U^;i/S, 2-(i-tfnu 

M-tfus^s, 6-(i-fc°P»j v-;v)-4-tru^;^ 5V-3-KU5W 
4-t^ysv -3- trusts, sv-3-tru>>;i^ 6-t?^u^/-3 

-t!Ue?;VS, 5?/-2-fcfU 4-b!^U^/-2-tfU^;VS, 5-t? 

^U^y-2-tfU^S, 6-tWJ ^/-2-trUi^g, 2-tf^Uv>/-4-fc!U>> 

;i/*> 3-tf^u^/-4-tru^;^ 5-if<U5?/-4-tru^*> 

-4-tf u 2-^^^u /-3-tf u v?;ug> 4-^;v*>j /-3-tfy y;vs v 5- 

wjy-a-ifu^vs, 6-^;i,*u /-3- trusts, s-^e^^u y-2-tr u 
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3-7^*D-2-KU^;V*, 4-7;M"D-2-t!U^;^ 5-7;v^-n-2 

-tfuswg, 6-7;V:*a-2-tfU^Ji/g, 2-7;v^-d-4-hu> ? ;vs, z-yjv^r 
n~4-tru^;i/S> 5-7;i/^-D-4-tru^;^ 6-7;vtn-4-ifUy;n, 2,4- 
^^5=-^-3-t!U>>;i/», 2. 6-^^^-3-tru^;^ 5, 6-^^^-3-tru^ 

-2-KU5W*, 2,3-5>*^/P-4-t:U5Wak 2,6-^^^-4-tfU^;^ 2,4 
h^->-3-t!U *?)\>£, 2. 6-v* h^'>-3-trU S?;Vg> 5, 6-^* h^rv-3- 
tTU^S, 4, 6-5?* r^~>-3-t!U^S, 4, 5->>* h*->-2-fc!U SWBv 5, 
6-5?* h*5"-2-fcf U z?)Vm, 2, 3-5?* h^5/-4-trU 2, 6-v 5 * h^>-4 

-b° U 2-7 a P-6-* ^;i/-3-tf U 6-7 □ P-2-* 3^-3- fcf U >> 

;k 2-7PP-6-* h*v-3-t£ U P)Vm. 6-7PP-2-* h*5>-3-tf U i?)\>m, 
5-^5 L ;W6-7 n P-3-tf U SW*, 5-* b4^>-6-7 a n-3-tf U 5-x K 

^>-6-7 a D-3-tf U v^S, 5-7 □ n-6-^^;P-3-tf U 5WS» 5-* 
-*^;p-3-KUSW*, 5-Xh^S/-6-y^-3-trU5?;HS, 5-7PP-6-*K 
*v-3-tfU v^S, 5-7nn-6-xh^^-3-k°U^*, 2, 5, 6- h U * 5f;i/-3- 

truswss, 2-^:7^x;ws, 5-*3\>w2-tr^>>x;vs, 6-*^-2-t?^5?x 

5-* h + S/-2-t!9S?x;VK, 6-* h^>-2-fc!5>>x;i/^ 5-xb*5/-2 
-cfy>'x;WS, 6-xh^^-2-tf^^x;VS, 5-7 o n-2-tf^^x^S, 6-7 
pn-2-h°r?>>x;V», 3-^f;H-^>^X-;H, 4-^^^-2-t >V^x 
xjvs, 5-^^;i/-2-^>V^xx;vm, 6-/f;i/-2-^>^x-;n, 7-*^- 
jh-^> 4 ;^xzjh, 2-^^;w3-^>v^x-;vs> 4-*^;i/-3-^>y^ 
xx;i^, 5-^^H-^>^i-m 6-*^;!/-3-^>v*^xx;vg % 7-* 
5 : ^-3-^>7 , 5 1 xx;|/Sx 2-*^;v-5-^>7>xx;i/g, 3-^^-5-^ >V 
^xx;PS, 4-^f;v-5^>^xnjVS, Jh5-^>!/5 : x-jH, 7- 

^5"-;W5-^>^Xx;i/S. 3-^h4y-2-^> , /fXXJH, 4-*h^~>-2- 
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7-* h*>>-2-^>7>x:xjl^ 2-^ h^^-^^yfxzM, 4- 
^ b^'>-3-^>y^X-;VS, 5-* h*:>-3-^>V^xx:;i/g, 6-*h*:>-3 
-^>7^xx;i^ 7-;* h^->-3-^>y^x-;i/S, 2->< h^r->-5-^>V5 1 
x-;i/g, 3-^ h+5/-5-^>y^x-;i/^ 4-* h^s>-5-^>7^x-;i/S. 

6- * h*5/-5-^>y^x-ji^ 7-* h^v-5-^>V*5Pxx;i,g, 3-7Cm-2 
-^>V5 1 xrjp^ 4-7 □ n-2-^>V^x-;i/g, 5-^ n o-2-^>y^xx 

6-^nn-2-«^>yg 1 xx;i/g, 7-7nn-2-^>v*3 1 xxjvg, 2-7 no 
-3-^> 1 /fx-JVI, 4-7nn-3-^>y^xx;i/g, 5-7 n n-3-^>y^x 
x;i/S, 6-^nn-3-^>^ixM, 7-7 n n-3-^>v~^xxji/S, 2-7 □ 
n-s-^T^xx;!/^ 3-^op-5-^>>/5 : x-;H, 4-7 □n-s-^oy*^ 
xrjWSv HnD-5-^>y? 1 i-;H, 7-7 na-S-^OV^xx;!/^ 3-7 
;i/^u-2-^>y^xx;vx> 4-7 )V*n-2-s<>V^x~)vm, 5-7;i/:*o-2- 
^>y^i-M, 6-7;i^n-2-^>v"^x-;i^ 7-7;i^a-2-^>7^x 
x;vs> 2-7Mo-3-^>^i-jH, 4-^;i/^D-3-^>y-?xx;ixS, 5- 
7;i/^-o-3-^>\/5 1 x-;^ 5-7Mn-3-^>yfx-jH, 
-^>yfi-jl/i, 2-7JVtn-5-^>y?x-jVS> 3-7;p^-n-5-^>V^ 
x-ji/i, 4-7.i^o-5-^>^?j.-jH, 6-y;i/^-a-5-^>y^xx;^, 

7- 7;i/^n-5-^>7^xx;i/^ 3-^^P-2-^>y7UJH, 4-^^;W2-^ 

>V7V)vm, 5-^f;H-^>y7U;H> e-^^;i/-2-^>y7U;i/S, 7-* 

^;W2-^>V7U^S. 2-^fJV-3-^>77UJH, 4-^?;V-3-^>77'J 

5-^^;i/-3-^>V7U;^ 6-^;!/-3-^>v*7');i^ 7-*^;i/-3- 
^>i/7U;ps, 2-^^;w5-^>y*7U;i/*, 3-^^-5-^>V7U;i/*, 4- 
^?;i/-5-^>y*7U;i/S, 6-*^;i/-5-^>V7U;i/X, 7-*3 l ;i/-5-^>i/7 



U^g, 3-;< b*>--2-^>y*7U;Vg* 4-^b^^-2-^>^7'JJl/S, 
3r>--2-^>V*7U;i^> 6--* v*is-i-^>y7V)vm, 7-* h^>-2-^>V 

7U;i"g* 2-^ h^r^-3-^>V7'j;i/S> 4-^ h*v-3-^>y7u;i^ 5-* 

h^'>-3-^>y7'J;^ 6-* h*v-3-^>V*7U;i^ 7-^h*:/-3-^> 
77'J;^ 2-* h^S/-5-^>y7U;i/«, 3-/h^r->-5-^>y7U;H, 4- 
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dd-2-^>^7'JJH, 6-^nn-2-^>y7UJVS, 7-^Dn-M>i/7U. 

2-7nn-3-^>y7'j;H, 4-^dd-3-^>^7'JM, 5-£dd-3- 
^>y7UM, 6-7nn-3-^>^/7'jm 7-^nn-3-^>77U;i/S, 2- 
^dp-5-^>\/7U;1/S, 3-^on-5-^> % /7U;i'S> 4-^na-5-^>^7 
U;US, 6-^dd-5-^>»/7'JM, 7-7nn-5-^>77'JJH, 3-7;i/^-n 
-2-^>l/7'J/l>S, 4-7;PtD-2-^>77U;i'S> 5-7;i/tD-2-^>y7U 

6-7;i'^o-2-^>v , 7u;PS, 7-:7;p:ta-2-^> > ./:7u;i'^ 2-^;v^- 

n-3-^>7:7U;i/^ 4-7Mn-3-^>y7'JJVS, 5-7Jktn-3-^>y7 
U;V3£, 6-7JPtn-3-^>y7D;VS, 7-7;Vtn-3-^> t /7UM, 2-7;i/ 
^-D-5-^>y7U;PS, 3-7;l/tD-5-^>^7'JJH, 4-7;^n-5-^>V 
6-7JVtD-5-^>y7UJH, 7-7JVtD-5-^>V7'J;H, 1-^ 
^-2->f > F U 3-^^;W2-^>KU;PS, 4-^fJH-f>F'JJH; 5 

^;i/-2--f > f u 6-^^;i/-2--r > f u 7-* 3^-2-f > f u ;ps 

, WfH-OHUM, 2-^5 : ;H-'f>K'JH, 4-^WhH>F'J 
;U*> 5-^fJH-f>H)JM, 6-.S 5 1 ;W-3-'f > F u 7-^^;v-3-<> 

fu;w«, 1-^^-5-^ >hu;ws, >hu;p», 3-* 3^-5- 

> F U 3-* F * *>-2--f > F u 4-* F * >--2-< > F U 5 
-^h^-H-OK'JJH, 6-* h*5/-2H'>FU^*, 7-* F*->-2-f > F 
U 2-* F * ->-3-f > F L) 4-* F * $/-3--f > F U 5-* F * 
-3-f > F U )l>&, Hh^W>f'JJH, 7-* F*'>-3-^>FU;i/g, 2 
h*5/-5-f > F U 3-* F * V--5-T > F U 4-* F*S"-5— T > F 
U 6-* F*->-5-< > F U 7-* F *->-5--f > F U 3-^7 a n-2 
-^>F'JiH, 4-i7 o □-2H' > F U 5-^nn-2--f > FU;VS, 6->p 
n-2--f >FU;i/S, 7-7DD-2--f >FU;i^ 2-^nn-3-f>Hij;H, 4- 
7nn-3-< >FU;i^ 5-^7 nn-3-^ > F U;VS» 6-£ a n-3— f > F U 
, 7-^na-H>KUJVS 4 2-£ □ a -5-' T > F U;i^> 3-^nn-5-OFU 
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'4-^nD-5-'f>Hij;vS, 6-7 a o-5—f > H U ;H£> 7-^nn-K> 
hu;vS, 3-7Wn-H>F'JJVS, 4-7;i/*o-2--f > H u;vs, 5-7^* 
> F u 6-7^*0-2— r>Fy;v£, 7-7;i/*o-2-' f>HU;v3t 
, 2-7JV*n-3--f >pu;v*» 4-7;i/*a-3— r>Fy;i/g, 5-7;i/*o-3--f 
>HUjp*» 6-7;i/*n-3-'f >fu;vs, i-7)V*u-z-i >ny;i^ 2-7;v 
*o-5-^>hu;p«, 3-7;i/*a-5-f >b*y;i/g, 4-7;i/*o-5-i'>h*y;i/ 

6- 7^*0-5-^ >Fy;V&, 7-7^*0-5-0 HU^*, 3-*5P;P-2-* 

7y;vg, 4-y^;w2-*7y;i^ 5-^^-2-^y u;vs, 6-^^-2-^7 
u;vat, 7-7^;w-2-*7 y;i/g, 8-^?;h-^;ujh, i-*?-)V-a-*; y 
3-^5=-;p-4-+/u;v», 5-^?jh-^>"jm, 6-*^;w4-*y y;v 

7- 7. 3^-4-* 7 y ;i/36, 8-7 ^;v-4-* 7 u )vm, 2-7 ^;p-6-^ 7 u 

, 3-* ^;i/-6-* 7 u 4-7 ?)V-6-* 7 y 5-* ^-6-* 7 y . 7 
-7^;p-6-*7 y;i>g, 8-^^-6-^7 y;i/S, 3-*h*->-2-3r7y;pg, 4- 
7 h^>-2-*7 y;v», 5-7 h^>-2-*7 y jvm, 6-7 h^v-2-^y y 
, h^->-2-^7 y;ps, 8-7 h*~>-2-*7 y;i>£, 2-7. h*~>-4-*7 y 

JVM. 3-7 h^>-4-*7 y;i/S> 5-^h^'>-4-+;'JM, 6-^ h^r->-4-^ 

7>;;i^ 7-7 h*->-4-*7 y;i/S, 8-* b4p^-4-*7 y;ws, 2-*h*v'-6 
-*7 y;ws, 3-^ h+^-6-^7 y 4-* h*>-6-*7 y;us, 5-7 
~>-6-*7 y ;va6, 7-7 h*2/-6-*7 y;vs* 8-7 h^>-6-*7 y ;pat, 3-7 
oo-2-*7y;VX, 4-7 no -2-* 7 y 5-7 cm -2-* 7 y )V£. 6-7 D 

0-2-^7 y;i/*, 7-7dd-2-^7 y;w*, 8-700-2-^7 y;i/S, 2-7 on- 
k/um, 3-7 p 0-4-^7 y;i^ 5-7nD-4-^7 y 6-700-4- 
=¥7yjvs, 7-700-4-^7';;^ 8-700-4-^7 y;w», 2-70D-6-+ 

;UiH, 3-7oo-6-47y;^ 4-^nn-6-+;ij;vS, 5-7an-6-^7 

y;i^ 7-7oo-6-^7y;^ 8-7 00-6-^7 y;vg, 3-7^*0-2-^7 
y;i/», 4-7^*0-2-^7 V)vm, 5-7;w* 0-2-^7 y;vs, 6-7 ;v* 0-2- 
*7U;m» 7-7Mn-2-^yjm 8-7^*0-2-^7 y;>», 2-7^*0 
-4-^7 y;us, 3-7;i/*D-4-4r7 y/u£, 5-7^*0-4-^7 y^g, 6-7^ 
*o-4-^7 y;ws. 7-7;i/*o-4-^7 y;i/^ 8-7^*0-4-^7 y;i/g, 2- 
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7^tn-6-+/'j;VS,- Z-7)V*u-S-*;\))Vm y 4-7^*d-6-4>'U^* 
, 5-7^o-6-^ ; )j;n, 7- 7 ;^n-6-^; u 

, ^y^-jvm, 2-^>5 L ;Vg, 2-^\^>;i/g, tfn;i/S> yn^- 

3~5^s©7;p+;i/S, ££ft3~5fl©7;i/$-x;i/S» ^^:3~5ii©7;i'^x;i/ 

#g£&£>, \dVi?>m (2-tfU^K 3-tfU^;K 4-fc!U5W) &tftf^>>>gt 

Biz»^h^mm^^hrcitvxit, 2-* ?;p-3- trusts* 6-* 
^i/-3-tru 2-x^;w3-t!u^;vs, 6-x?;w-3-tf u v;^, 2-^ n 

^-3-tfUv^g, 6-^h^y-3-f'JyJkS, 2-x h + ~>-3-h°U 6- 
ir + H-k'U^H, 2-^np-3-tfU 6-^ D n-3-tfU 6- 

i?^^7$y-3-tfU^;P», 6-(l-tfnU^x;i/)-3-HU>?;^ 

y-3-tfu^us. 6-t;^ijy-3-t 0 UyjH, 6-^^;i/^-3-t°u^;u*. 5 
, 6-^^^-3-tf'J^;^ 5,6-5>*h*$/-3-lfU5Wak 
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3-trU^;VS. 6-ib^->-3-b:u^S> 6-£nn-3-trU 6-U-tfn 

u^-;i/)-3-hfu^;^x 6-^;p*uy-3-tru^*, 2-* ?\>p-3- trusts 

, 2-* h+S/-3-tIU^;HS, 2-*nn-3-t!y$>;WgaW£L^. 



24 



WO 02/085905 



PCT/JP02/03727 



»1 



X 


E 1 


R* 


Y 


NH 


propyl 


OH 


2-pyridyl 


NH 


propyl 


OH 


3-pyridyl 


NH 


propyl 


OH 


4-pyridyl 


i NH 


propyl 


OH 


2-methyl- 3-pyridyl 


NH 


propyl 


OH 


4-me thyl- 8-py ridyl 


NH 


propyl 


OH 


6-metliyl-3-pyridyl 


NH 


propyl 


OH 


6-methyl- 3-pyridyl 


NH 


propyl 


OH 


2-etlryl-3-pyridyl 


NH 


propyl 


OH 


4-ethyl-3-pyridyl 


NH 


propyl 


OH 


5 -ethyl- 3-pyridyl 


NH 


propyl 


OH 


6-ethyl- 3-pyridyl 


NH 


propyl 


OH 


2-methoxy- 3-pyridyl 


NH 


propyl 


OH 


4-methoxy-5-pyridyl 


NH 


propyl 


OH 


5-methoxy- 3-pyridyl 


NH 


propyl 


OH 


6-methoxy- 3-pyridyl 


NH 


propyl 


OH 


2 - ethoxy - 3 -pyri dy 1 


NH 


propyl 


OH 


4-ethoxy- 3-pyridyl 


NH 


1 propyl 


OH 


5-ethoxy-3-pyridyl 


NH 


propyl 


OH 


6-ethoxy-3-pyridyl 


NH 


propyl 


OH 


2-chloro-3-pyridyl 


NH 


propyl 


OH 


4-chloro- 3-pyridyl 


NH 


propyl 


OH 


5-chloro- 3-pyridyl 


NH 


propyl 


OH 


6-cidoro- 3-pyridyl 


NH 


propyl 


OH 


2-fluoro-3-pyridyl 


NH 


propyl 


OH 


4-fluoro- 3-pyridyl 


NH 


propyl 


OH 


5-fluoro-3-pyridyl 


NH 


propyl 


OH 


6 -fluoro-3 -pyridyl 


NH 


propyl 


OH 


2-dimethylaDaino-3-pyridyI 


NH 


propyl 


OH 


4-dimethylamino-3-pyridyl 


NH 


propyl 


OH 


6 - dime thy Ifimino- 3 -pyridyl 


NH 


propyl 


OH 


6-dimethylamino-3-pyridyl 


NH 


propyl 


OH 


2-(l-pyrrolidjboyl)-3-pyTidyl 


NH | 


propyl 


OH 


3-(l-pyrrolidiriyl)-3-pyridyl 


NH 


propyl 


OH 


5-(l-pyrrolidinyl)-3-pyridyl 


NH 


propyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


propyl 


OH 


- 2-piperidiao-3-pyridyl 


IMxi 


propyl 


OH 


4-pip eridino ■ 3-p yridyl 


NH 


propyl 


OH 


5-piperidino-3-pyridyl 


NH 


propyl 


OH 


e-piperidino-S-pyiddyl 


NH 


propyl 


OH 


2-znorpholino-3 -pyridyl 


NH 


propyl 


OH 


4-morpholino- 3 -pyridyl 


NH 


propyl 


OH 


5-morpholino- 3-pyridyl 


NH 


propyl 


OH 


6-morpholino- 3-pyridyl 


NH 


propyl 


OH 


2-hydroxy-3-pyridyl 


NH 


propyl 


OH 


4-hydroxy-3-pyridyl 


NH 


propyl 


OH 


5-hy droxy- 3-pyridyl 


NH 


propyl 


OH 


6-hydroxy-3-pyridyl 



25 



WO 02/085905 



PCT/JP02/03727 



NH 


propyl 


OH 


2-mercapto- 3-pyridyl 


NH 


propyl 


OH 


4-mercapto- 3-pyridyl 


NH 


propyl 


OH 


5-mer capto- 3-pyridyl 


NH 


propyl 


QH 


6-mercapto- 3-pyridyl 


NH 


propyl 


OH 


2-methylthio -3-pyridyl 


NH 


propyl 


OH 


4-methylthio- 3-pyridyl 


NH 


propyl 


OH 


5-methylthio-3-pyridyl 


NH 


propyl 


OH 


6-xaethylthio- 3-pyridyl 


NH 


propyl 


OH 


2,6-dime thy 1- 3-pyridyl 


NH 


propyl 


OH 


6, 6-dimethvl- 3-p vridvl 


NH 


propyl 


OH 


2,6-dietliyl-8-pyridyl 


NH 


propyl 


OH 


5. 6-diethvl- 3-"D vri d vl 


NH 


oropvl 


OH 


2 6-diTTiptliftTxr-?l-Tivri ilvl 

UXUXCliUUAJr" tJ m jjyxx\xyx 


NH 


Dropvl 


OH 


5 6-diiiftft'fchG5rv-51-'nvT*idvl 


NH 




OH 


2 fi-fH^tHnra-S-rnmirflTTl 

My w UJ.C vJJtVJAjr - O - ^/ y JtAUjr X 


NH 


itxvjjyx 


1 OH 


v > \f UUc U11U Ay - O Jr XjLU jr 1 


NH 


Droxivl 


OH 




NH 


propyl 


OH 


5 6-difVMovn-S-TYVTnilvl 
t» j u wu^iuui \j jpyxxxxyx 


NH 


propyl 


OH 


5 "chloro - met boTy~ 3 — pyr i <3y 1 


NH 


propyl 


OH 


5-chloro- 6-e €h <Mtv-£t .ntri d vl 

%* w'wW V/ V^vUUAjr — 1# VfyXXlxyX 


NH 


DroDvl 


OH 


2-elilfvrn-fi- m e^Vi vl * R>n vri /lul 
« buiuxu "v— jjuic L-iij j -v fty xx\xyx 


NH 


propyl 


OH 


6-chlor o-2-rn ef H vl - S-nxrHH vl 


NH 


propyl 


OH 


2-me , tlivl»4-i>vri.dvl 

** *uw Mxxy a™ x x\\y x 


NH 


propyl 


OH 


2-G*fcl"lvl-4-TJVTld vl 
v»v**j'A "at ±tyxx\xyx 


NH 


propyl 


OH 


2~m fitliOTV-^-'mrrir? vl 

III v trXXyjAy ±r Jr XKXy X 


NH 


propyl 


OH 


2»e thovv-4-ti vrid vl 

*» vvmuajt jc ^jyxx\xyx 


NH 


propyl 


OH 


2-c!hloro-4-*i3 vridvl 

wiiAvi v ^ x*y x+xy x 


NH 


propyl 


OH 


2~d iTn R"tVi vl n m i t> o- A-tiwi ti vl 


NH 


propyl 


OH 


1 -p vrroliilinvl^-4-tj vri d vl 


NH 


propyl 


OH 


2-pip eridin o - 4-pyri dyl 


NH 


propyl 


OH 


2-morplioliiio-4-pyridyl 


NH 


propyl 


OH 


2-methylthio-4-pyridyl 


NH 


propyl 


OH 


2-pyrazinyl 


NH 


propyl 


OH 


6-methyl-2-pyrazinyl 


L_NH 


propy] 


OH 


5-ethyl-2-pyraziiiyl 


NH 


propyl 


OH 


5 -metlio3cy-2-pyra2iiiyl 


NH 


propyl 


OH 


5-etlioxy-2-pyraiinyl 


NH 


propyl 


OH 


5-chloro-2-pyrazdnyl 


NH 


propyl 


OH 


6-methyl-2-pyrazinyl 


NH 


propyl 


OH 


6-methoxy-2-pyrazdxiyl 


NH 


propyl | 


OH 


6-chloro-2-pyrazinyl 



26 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R s . 


Y 


NH 


propyl 


OCOOMe 


2-pyridyl 


NH 


propyl 


OCOOMe 


3-pyridyl 


NH 


propyl 


OCOOMe 


4-pyridyl 


NH 


propyl 


OCOOMe 


2 -m e thyl- 3 -p yri dyl 


NH 


propyl 


OCOOMe 


4-me tliyl- 3 -pyridyl 


NH 


propyl 


OCOOMe 


5 -methyl- 3-nvri rl vl 


NH 


propyl 


OCOOMe 


6-metlivl-3-T5VTi d vl 


NH 


propyl 


OCOOMe 


2-e£hvl-8-Ti vri d vl 

** OUIXJrA v» JJ Jr X XIX J X 


NH 


nroDvl 


OCOOMe 


v! vi*i rl vl 


NH 


propyl 


OCOOMe 


5-ethvl -3-ivtrri d vl 


NH 


uroDvl 


OCOOMe 

V W \J J VXU 


fi aflt rl vl - QjTt VTrJ fl vl 

o-ts wxy x^o-pynciyi 


NH 


uronvl 


OCOOMe 


£-nx b Lnoxy " o -pyrmyx 


NH 


nrouvl 


OCOOMe 


t«* mo uxu ijr "O "p yxxoiyi 


NH 


7)r/mvl 


OCOOMp 

V/ V/ V vXrXt? 


o -m e cxio xy-a-pyriayi 


NH 


kf^ifj 1 


OCOOMe 


v'xae bXiujEy -o-p jr x xcyx 


NH 


Droovl 


OCOOMe 


j-j t- uiujLy m o m py xxoyi 


NH 




OCOOMp 


^r*c tnoxy- o-pynayi 


NH 


nropvl 


1 OCOOMe 


u-c lxiujij -o-pyrxay i 


NH 


uruDvl 

If* **xfj * 


OCOOMe 


u-c \ijnu2Lj -o-pyxxtxyi. 


NH 


"DrODVl 


OCOOMe 


ii"v»xiiuxu*o*pyxia.yji 


NH 


DroDvl 


OCOOMe 


**wuuro" & Pj rxcxyx 


NH 


VTODVl 


OCOOMe 


fi-/*li 1 rwo- 51 ■ nwi rl v I 


NH 


propyl 


OCOOMe 


w*UXXXU JTU— O - l/jr XXU yx 


NH 


propvl 


OCOOMe 

ys\J V1UC 


4-u uuro* £>-pyxiaLyi 


I NH 


propyl 


OCOOMe 


A.'fT n Ai*r» ■ Q-v*iTr*»i rl vl 

-XX UUX U O "P jr XXU J X 


NH 


propyl 


OCOOMe 


S-fl xi OTrt- 3 »t» vri rl vl 

w XX UUi U W lyjr X XlXj X 


NH 


propyl 


OCOOMe 


P.-Tl untn. 3 -Tvv~ri rl vl 

u i/jTXXUjX 


NH 


propyl 


OCOOMe 


2-ilxxPetaivlaiiiino-S-nvriiivl 

** AAI ^* iwwmrw j^/jrxxu>jrx 


NH 


propyl 


OCOOMe 


4-dime tKvlamino- 3-n vridvl 


NH 


propyl 


OCOOMe 


5 K diixie thy lamino- 3-pyridyl 


NH 


propyl 


OCOOMe 


6-dimetl\ylaiTxino-3-pyridyl 


NH 


propyl 


OCOOMe 


2-{l -pyrrolidinyl) - 3-pyridyl 


NH 


propyl 


OCOOMe 


3-(l-pyi*rolidiiiyl)-3-pyridyl 


NH 


propyl 


OCOOMe 


5 -( 1 -pyrrolidinyl)- 3-pyri dyl 


NH 


propyl 


OCOOMe 


6 - (1 -pynolidiny 1)- 3-pyridyl 


NH 


propyl 


OCOOMe 


2-piperidino-3-pyridyl 


NH 


propyl 


OCOOMe 


4-piperidino-3-pyridyl 


NH 


propyl 


OCOOMe 


5-piperidino- 3-pyridyl 


NH 


propyl 


OCOOMe 


6-piperidino- 3-pyridyl 


NH 


propyl 


OCOOMe 


2'morpholino-3-pyridyl 


NH 


propyl 


OCOOMe 


4-morpholixxO- 3-pyridyl 


NH | 


propyl 


OCOOMe 


5-morpholino- 3-pyridyl 


NH 


propyl 


OCOOMe 


6-morplioliiio- 3-pyridyl 


NH 


propyl 


OCOOMe 


2-hydroxy- 3-pyridyl 


NH 


propyl 


OCOOMe 


4-hydroxy- 3-pyridyl 


NH 


propyl 


OCOOMe 


5-hydroxy- 3-pyridyl 


NH . 


propyl 


OCOOMe 


6-hydroxy- 3-pyridyl 



27 



WO 02/085905 



PCT/JP02/03727 



NH 


propyl 


OCOOMe 


2-mercapto- 8-pyridyl 


NH 


propyl 


OCOOMe 


4-mercapto- 3-pyridyl 


NH 


propyl 


OCOOMe 


5-mercapto- 3-pyridyl 


NH 


propyl 


OCOOMe 


6-mercapto- 8-pyridyl 


NH 


propyl 


OCOOMe 


2-methylthio- 8-pyridyl 


NH 


propyl 


OCOOMe 


4-metliyltMo-3-pyridyl 


NH 


propyl 


OCOOMe 


S-methyltbio-S -pyridyl 


NH 


propyl 


OCOOMe 


6-m ethyl thin- 3 -pyri dy 1 


NH 


propyl 


OCOOMe 


2 6-dimethvl-/Unvridvl 


NH 


propyl 


OCOOMe 


fi fi-diirie'fchvl-S-nvWdvl 


NH 


propvl 


OCOOMe 


2 <^diethvl-3-rivridvl 

<cij w^uio uujr x-w*pjrx xix ya 


NH 


PTODvl 


OCOOMe 


K fi-diethvl-3-nvrnrlvl 
UjO ixxe uxyx <J*py X xuyx 


NH 


YITflTlvl 
px vyy x 


OCOOMe 


9 fi-iliTYiP+tt/vrv-Q-Y^wi^vl 
uxiujtjr-'O-pjiinyi 


NH 


nrnnvl 


OCOOMe 


u^otuiuo uxxvii.y "0*pyixtxy i 


NH 


pxupyx 


vuV/Uirlc 


9 fialll n r>Yv— ^I..t\ vi*i /I vl 

Ay o - ua.c wiuaj'"0"P yxiciyjL 


NH 


nrnnvl 
pxupyx 


onooMp 


o, o-txxc ifiiuxy- o-pyxxayi 


NH 




OfiOOMe 


9 ft-il'inV^I nTn.^.mm #)wl 

£t t o~uxcxxxuxu- o-pyxiu.yi 


NH 


nnvn vl 
pxupyx 




e>, o-uicuxoro- a -pyxiayi 


NH 


yxvyyi 


OCOOMe 




NH 


pxupyx 


OHOOMe 


o - cxixoru- o-e uiioxy ;> *pyr lu y 1 


NH 


pXUpyA 


OHOOMe 


A*ciuuro*D*ixi€ tnyi- o-pyriay i 


NH 


V IO MfJ L 


onooMp 


ft— Sift 1 9 -rr^ rt+ Vi -rrl Q ■»» <Jw1 

o*cixioro-^-inex»iiyi- o-pyriayx 


NH 


pxupyx 


OOOOMa 


6-IXL& wiyi-^-pyriayi 


NH 


px upjrx 


OCOOMe 


uuy x***-p jr xiuyj, 


NH 


nWYnvl 
pXUpYX 


OOOOM» 


z-LuBinoxy- 4-pynayi 


NH 


nrnnvl 
px up y j. 


OCOOMe 


0-^4-V| nirv./L.rtvYi <1 vl 
wuaj* it-py xiuyx 


NH 


Drocvl 


OCOOMe 


uxxxu x^o~t*p y n.ixy l 


NH 


proovl 


OCOOMe 


2»<?iTn ethvl o minrt_Ai*n vr4/1 vl 
w w muLiijf tttxxxxxx pv x xixy j 


NH 


proovl 


OCOOMe 


2-f 1 -nvn»nlii?i nvl^— il«nvi»i ^1 vl 
« VX"pyxxwxiuxxxyx^~^*"pyxxuyx 


NH 


propyl 


OCOOMe 


2«n in eridiiio-4-n vri d vl 

*» p*PwXX*XXXXV Tf^pjrXXvXjX 


NH 


propyl 


OCOOMe 


2-m oto "hnlmn«4-ntrri<1 vl 
*>* XLiuxpxAwxxxii/-"*"py xxuyx 


NH 


propyl 


OCOOMe 


2-methyltluo-4-pyridyl 


NH 


propyl 


OCOOMe 


2-pyrazixiyl 


NH 


propyl 


OCOOMe 


5 -methyl- 2 -pyTaziny 1 


NH 


propyl 


OCOOMe 


6-ethyl-2-pyra2ixiyl 


NH 


propyl 


OCOOMe 


5-metlioxy-2-pyra2inyl 


NH 


propyl 


OCOOMe 


5-ethoxy-2-pyrazixiyl 


NH 


propyl 


OCOOMe j 


5-cHoro-2-pyra2inyl 


NH 


propyl 


OCOOMe 


6-methyl-2-pyrazinyl 


NH 


propyl 


OCOOMe 


6-methoxy-2-pyrazinyl 


NH 


propyl 


OCOOMe . 


6-chloro-2-pyTazinyl 



28 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


NH 


propyl 


OCOOEt 


2-pyridyl 


NH 


propyl 


OCOOEt 


S-pyridyl 


NH 


propyl 


OCOOEt 


4-pyridyl 


NH 


propyl 


OCOOEt 


2-methyl-3-pyridyl 


NH 


propyl 


OCOOEt 


4-methyl-3-pyridyl 


NH 


propyl 


OCOOEt 


5-metbyl-3-pyridyl 


NH 


propyl 


! OCOOEt 


6-methyl-3-pyridyl 


NH 


propyl 


OCOOEt 


2-ethyl-8-pyridyl 


NH 


propyl 


OCOOEt 


4-e thy 1- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-ethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


6-ethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


2-methoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


4-methoxy- S-pyridyl 


| NH 


propyl 


• OCOOEt 


6~methoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-methoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


2-ethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


4-ethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


5-ethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


6-ethoxy-8-pyridyl 


NH 


propyl 


OCOOEt 


2-chloro*3-pyridyl 


NH 


propyl 


OCOOEt 


4-chloro-3-pyridyl 


NH 


propyl 


OCOOEt 


5-chloro-3-pyridyl \ 


NH 


propyl 


OCOOEt 


6- chlaxo- 3-pyridyl 


NH 


propyl 


OCOOEt 


2-fluoro-3-pyridyl 


NH 


propyl 


OCOOEt 


4-fluoro-3-pyridyl 


NH 


propyl 


OCOOEt 


5 -fluoro- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-fluoro-3-pyridyl 


NH 


propyl 


OCOOEt 


2-dimethylamino-3-pyridyl 


NH 


propyl 


OCOOEt 


4- dime thy lamino- 3-pyridyl 


NH 


propyl 


OCOOEt 


5 - dim e thy lamino- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-dimethylamino- S-pyridyl 


NH 


propyl 


OCOOEt 


2-(l-pyrrolidiiryl)-3-pyridyl 


NH 


propyl 


OCOOEt 


3- (1-pyrroHdinyl)- 3-pyridyl 


NH 


propyl 


OCOOEt 


5-(l-pyxrolidinyl)-3-pyridyl 


NH 


propyl 


OCOOEt 


6- (l-pyrrolidinyl)-3-pyr idyl 


NH 


propyl 


OCOOEt 


2-piperidino-3-pyridyl 


NH 


propyl 


OCOOEt 


4-pip eridino- 3-pyridyl 


NH 


propyl 


OCOOEt 


5-pip eridino-3-pyridyl 


XTTT 

NH 


propyl 


OCOOEt 


6-piperidino-3-pyridyl 


NH 


propyl 


OCOOEt 


2-morpholino- 3-pyridyl 


NH 


propyl 


OCOOEt 


4-morpholino- 3-pyridyl 


NH 


propyl 


OCOOEt 


5-morphoIino- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-morpholino- 3-pyridyl 


NH 


propyl 


OCOOEt 


2-hydroxy-3-pyridyl 


NH 


propyl 


OCOOEt 


4-hydroxy-3-pyridyl 


NH 


propyl 


OCOOEt 


5 -hydroxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-bydroxy-3-pyriilyl 



29 



- WO 02/085905 



PCT/JP02/03727 



NH 


propyl 


OCOOEt 


2-mercapto-S-pyridyl 


NH 


propyl 


OCOOEt 


4-mercapto-S-pyridyl 


NH 


propyl 


OCOOEt 


5-mercapto-3-pyridyl 


NH 


propyl 


OCOOEt 


6-mercapto-3-pyridyl 


NH 


propyl 


OCOOEt 


2-me thylthio - 3 -pyridyl 


NH 


propyl 


OCOOEt 


4-me thy lthio-3 -pyridyl 


i NH 


propyl 


OCOOEt 


5-methylthio-3-pyridyl 


NH 


propyl 


OCOOEt 


6-methylthio-3-pyridyl 


NH 


propyl 


OCOOEt 


2, 6-dim ethyl- 3 -pyridyl 


NH 


propyl 


OCOOEt 


5, 6-dimethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


2 f 6-diethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


5, 6-die thy 1- 3-pyridyl 


NH 


propyl 


OCOOEt 


2, 6-dimetlioxy-3-pyridyl 


NH 


propyl 


OCOOEt 


5, 6-diniethoxy~3-pyridyl 


NH 


propyl 


OCOOEt 


2, 6-die thoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


5. 6-dietlioxv- S-i> vridvl 


NH 


propyl 


OCOOEt 


2,6-dichloro- 3-pyridyl 


NH 


propyl 


OCOOEt 


5, 6-dichloro- 3 -pyridyl 


NH 


propyl 


OCOOEt 


5-cbloxo-6~met hoxy-3-pyri dyl 


NH 


propyl 


OCOOEt 


5-chloro- 6 -e thoxy -3-pyridyl 


NH 


propyl 


OCOOEt 


2-chlor o-6-xnethyl- 3 -p yridyl 


NH 


propyl 


OCOOEt 


6-chloro-2-methyl- 3-pyridyl 


NH 


propyl 


OCOOEt 


2-methyl-4-pyridyl f 


NH 


propyl 


OCOOEt 


2-e thy 1- 4-pyridyl 


NH 


propyl 


OCOOEt 


2-methoxv- 4-o vrid vl 


NH 


propyl 


OCOOEt 


2- ethoxy- 4-pyridyl 


NH 


propyl 


OCOOEt 


2-chloro*4-pyridyl 


NH 


propyl 


OCOOEt 


2 -dimethyl amino-4-pyridyl 


NH 


propyl 


OCOOEt [ 


2-(l-pyrrolidinyl)-4-pyridvl 


NH 


propyl 


OCOOEt j 


2-piperidino-4-pyridyl 


NH 


propyl 


OCOOEt 


2-morpholino-4-pyridyl 


NH 


propyl 


OCOOEt 


2-methylthio-4-pyridyl 


NH 


propyl 


OCOOEt 


2-pyrazinyl 


NH 


propyl 


OCOOEt- 


5-methyl-2-pyraziny] 


NH 


propyl 


OCOOEt | 


5-ethyl-2-pyrazinyl 


NH 


propyl 


OCOOEt 


5-methoxy-2-pyrazinyl 


NH 


Propyl 


OCOOEt 


5-e thoxy- 2-pyrazinyl 


NH 


propyl 


OCOOEt 


5-chloro-2-pyrazinyl 


NH 


propyl 


OCOOEt 


6-methyl-2-pyrazinyl 


NH 


propyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


NH 


propyl 


OCOOEt 


6-chloro-2-pyrazinyl 



30 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R* • 


v 

A 


NH 


Ti-nnfrvl 


OH 


** py-riuyx 


NH 

•IN JtX 


J-l U Ulgr X 


OH 


o-pyriayi 


Xjrr 


t» .nil ^rr I 
D-DUiyi 


on 


4-pyndyl 


KTtr 
IN XI 


n-Duiyi 


vJXx 


z-metnyi-d-pynayl j 


VTTJ 
IN XI 


n-Dutyx 


\JXx 


4-methyl-3-pyridyl ! 


\TTJ 


11- butyl 


^\TT 

UM 


5-metnyl-3-pyrzdyl 


\IUI 


n-outyl 


/•\XJ 


o-metnyl-S-pyriayl 


VTTT 


n-butyl 


ATT 

OH 


2-ethyl-3-p3mdyl 


NH 


ii-butyl 


OH 


4-ethyl-3-pyridyl 


XTTT 

NH 


n-butyl 


OH 


5*ethyl-3-pyridyl 


NH 


n-butyl 


OH 


6-ethyl-S-pyridyl 


NH 


n-butyl 


OH 


2-methoxy- 3-pyridyl 


NH 


n-butyl 


OH 


4-methoxy- 3-pyridyl 


NH 


n-butyl 


OH 


&-methoxy- 3-pyridyl 


NH 


n-butyl 


OH 


6-methoxy-3-pyridyl 


NH 


n-butyl 


OH 


2-etlioxy-3-pyridyl 


NH 


n-butyl 


OH 


4-ethoxy-3-pyridyl 


NH 


n-butyl 


OH 


5-ethoxy-3-pyridyl 


NH 


n-butyl 


OH 


6-ethoxy-3-pyridyl 


NH 


n-butyl 


OH 


2-chloi*o-3-pyridyl 


NH 


n-butyl 


OH 


4~chloro-3-pyridyl 


NH 


n-butyl 


OH 


5-cLloro-3-pyridyl 


VTTT 

NH 


n-butyl 


OH 


6-chloro- 3-pyridyl 


X.TTJ 

NH 


n-butyl 


OH 


2-£hioro-3-pyridyl 


NH 


n-butyl 


OH 


4-fLuoro- 3-pyridyl 


VTTT 

NH 


n-butyl 


OH 


5-flnoro-S-pyridyl 


XTTT 

■Nil 


n-butyl 


OH 


6-fluoro-3-pyTidyl 


VTTT 

JNJdl • 


n-butyl 


OH 


2-dim ethylamino- 3 -pyridyl 


XTTJ 
NH 


n-butyl 


OH 


4-dimethylamino-3-pyridyl 


XTTT 
IN XX 


n-butyl 


OH 


5-dime tbyl a mino- 3-pyridyl 


XTTT 
iNXX 


n*omyji 


OH 


6-dimethylamino-8-pyridyl 


in rx 


xx- p u vy i 


\JXX 


z - ( i-pyrroii dmy 1 J - o -p ynay 1 


VTTT 
JNXX 


n .hi it tr 1 

u-Duxyi 


UXl 


o- v X-pyrioiiainyij- o-pyriayi 


NH 


Ti-Vnrh7l 
xx *J u ujr x 


\JJtX 


o-\i-pyrxOiia myi^ "o-pyriuyx 


IV XX 


il— UUbJrJ 


OTT 
un 


6- ( 1-pyrrolidinyl)- 3 -pyridyl 


NH 


n-biit.vl 

*a a/ u vjr Jl 


v/XX 


A-pipexiuiJuu-o-pyjvxujrx 


NH 


n-butyl 


OH 


4-piperidino-3-pyridyl 


NH 


n-butyl 


OH 


6-piperidino-S-pyridyl 


NH 


n-butyl 


OH 


6-piperidina-3-pyridyl 


NH 


n-butyl 


OH 


2-morpbolino-3-pyridyl 


NH 


n-butyl 


OH 


4-m orpbolino- 3 -p yri dyl 


NH 


n-butyl 


OH 


5-morpholino- 3-pyridyl 


NH 


n-butyl 


OH 


6-morpholino-3-pyridyl 


NH 


n-butyl 


OH 


2-hydroxy-3-pyridyl 


NH 


n-butyl 


OH 


4-hydroxy-3-pyridyl 


NH 


n-butyl 


OH 


5-hydroxy-3-pyridyl 


NH 


n-butyl 


OH 


6-hydroxy-3-pyridyl 



31 



WO 02/085905 



PCT/JP02/03727 



NH 


n-butyl 


OH 


2-mercapto-3-pyridyl 


NH 


n-butyl 


OH 


4-mercapto-3-pyridyl 


NH 


n-butyl 


OH 


6-mercap to- 3-pyridyl 


NH 


n-butyl 


OH 


6-mercapto-S-pyridyl 


NH 


n-butyl 


OH 


2-methylthio-3-pyridyl 


NH 


n-butyl 


OH 


4-methylthio-3-pyridyl 


NH 


n-butyl 


OH 


5-methylthio-3-pyxidyl 


NH 


n-butyl 


OH 


6-methylthio-3-pyxidyl 


NH 


n-butyl 


OH 


2,6-dimethyl-3-pyiidyl 


NH 


n-butyl 


OH 


5,6-dimethyl-3-pyridyl 


NH 


n-butyl 


OH 


2,6-diethyl-3-pyridyl 


NH 


n-butyl 


OH 


5, 6-diethyl-S-pyridyl 


NH 


n-butyl 


OH 


2, 6-dimethoxy- 3-pyridyl 


, NH 


n-butyl 


OH 


5 t 6-dimethray-3-pyridyl 


NH 


n-butyl 


OH 


2, e-diethoxy-3-pyridyl 


NH 


n-butyl 


OH 


5,6-diethoxy-3-pyridyl 


NH 


n-butyl 


OH 


2, 6-dichloro- 3-pyridyl 


NH 


n-butyl 


OH 


5, 6-dichloro-3-pyridyl 


NH 


n-butyl 


OH 


5-cbloro-&-methoxy-3-pyr i dyl 


NH 


n-butyl 


OH 


5-cMoro-6-ethoxy-3-pyxidyl 


NH 


n-butyl 


OH 


2-chloro-6-methyl-3-pyridyl 


NH 


n-butyl 


OH 


6-cHoro- 2 -methyl- 3-pyridyl 


NH 


n-butyl 


OH 


2~methyl-4-pyridyl 


NH 


1 n-butyl 


OH 


2-ethyl-4-pyridyl 


NH 


n-butyl 


OH 


2-methoxy-4-pyridyl 


: NH 


n-butyl 


OH 


2-ethoxy-4-pyridyl 


NH 


n-butyl 


OH 


2-chloro-4-pyridyl 


NH | 


n-butyl 


OH 


2-dimethylamino-4-pyridyl 


; nh 


n-butyl 


OH 


2-(l-pyrrolidinyl)-4-pyridyl 


i NH 


n-butyl 


OH 


2-piperidino-4-pyridyl 


NH 


n-butyl ■ 


OH 


2-morpholino-4-pyridyl 


.NH 


n-butyl 


OH 


2-methylthio-4-pyridyl 


NH 


n-butyl . 


OH 


2-pyrazinyl 


NH 


n-butyl 


OH 


5-methyl-2-pyrazinyl 


NH 


n-butyl 


OH 


5-ethyl-2-pyrazinyl 


NH 


n-butyl 


OH 


5-methoxy- 2-pyrazinyl 


NH 


n-butyl 


OH 


5-ethoxy-2-pyraziny] 


NH 


n-butyl 


OH 


5- chloro-2-pyr azinyl 


NH 


n-butyl 


OH 


6-m e thyl-2-pyr azinyl 


NH 


n-butyl 


OH 


6 -methoxy- 2-pyrazinyl 


NH 


n-butyl 


OH 


6-chloro-2-pyrazinyl 



32 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R* 


Y 


NH 


n-butyl 


OCOOMe 


2-pyridyl 


NH 


n-butyl 


OCOOMe 


3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-me thy 1- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-me thy 1- 3-pyridyl | 


NH 


n-butyl 


OCOOMe 


5-methyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-methyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-e thy 1- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-ethyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-ethyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-ethyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-methoxy- 3 -pyridyl 


NH 


n-butyl 


! OCOOMe 


4-methoxy- 3-pyridyl 


NH 


•n-butyl 


OCOOMe 


5-methoxy- 3-pyridyl- 


NH 


n-butyl 


! OCOOMe 


6-me thoxy- 3-pyridyl ] 


NH 


n-butyl 


OCOOMe 


2-ethoxy-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-ethoxy-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-ethoxy-3 -pyridyl 


NH 


n-butyl 


OCOOMe 


6-ethoxy-3 -pyridy] 


NH 


n-butyl 


OCOOMe 


2-chloro-3-pyridy.l 


NH 


n-butyl 


OCOOMe 


4-chloro-3-pyridyl 


NH 


n-l>utyl 


OCOOMe 


5-chloro- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-chloro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-fluoro-8-pyridyl 


NH 


n-butyl 1 


OCOOMe 


6-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-dime1^ylaniino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-dimethylamino- 3-pyridyl 


NH 


- n-butyl 


OCOOMe 


6 - dime thylamino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-dimethylamino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2- (1-pyrrolidinyl)- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


3-(l-pyrr olidinyl)- 3 -pyridyl 


NH 


n-butyl 


OCOOMe 


5-(l-pyrroHdinyl)- 3-pyridyl . 


NH 


n-butyl 


OCOOMe 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-pip eridino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-piperidino-3-pyridyl 


INri 


n-butyl 


OCOOMe 


5-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


. 2-morpholino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-morpholino- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-morpholino- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-morpholino- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-hydroxy-8-pyridyl 


NH 


n-butyl 


OCOOMe | 


4-hydroxy-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-hydroxy-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-hydroxy-3-pyridyl 



33 



WO 02/085905 



PCT/JP02/03727 



NH 


n-butyl 


OCOOMe 


2-mercapto- S -pyridyl 


NH 


n-butyl 


OCOOMe 


4-mercat)to-S-nvridvl 


NH 


n-butyl 


OCOOMe 


5-mercflp to* 3 -pyridy 1 


NH 


n-butyl 


OCOOMe 


6-meTcanto*3-Tivpidvl 


NH 


n-butvl 


OCOOMe 


S-mp+TivlfTiin-R-nvri^vl 

A XUC LUJr XvXIXU — 0"^Jjr XXVlj X 


NH 


U U U«Jr 1 


OCOOMa 


*±-Ul<3 UJLLy Jl WXXU -O-Jjy XXlXy X 


NH 


TT-hlTTvl 


OfiOOMfi 


\>*jxlc uxy xuoxo-0-pyxxu.y x 


NTT 

XT XX 


XX-|JUwyX 


onnnMA 


0*1X16 uQyx uxxxo - o -pyxiCiyx 


XTTt 
XNXl 


n-ouiyx 


v'uuvjiv.ie 


/5 , t>- cume tny i- o -pyriayi 


JNJtl 


n-JDUtyi 




o , o- dime tnyl- 3-pynayi 


JNxl 


n- butyl 


utuuMe 


jS,o-aietnyl-3-pyriayi 


JNxl 


n-butyl 


UUUUMe 


6, o-aietnyl-3-pyriayl 


XTTT 
JNJtl 


n-butyl 


U UUUMe 


2, 6-dirnetboxy- 3-pyridyl 


XTTT 


n-butyl 


ULUUMe 


5, 6-dimethoxy- 3-pyxidyl 


XTTT 

JNJtl 


1 i 1 

n-butyl 


OLOOMe 


2 > 6-diethoxy-3-pyxidyl 


INxi 


n-butyl 


OCOOMe 


5, 6-diethoxy-3-pyxidyl 


' XTTT 

JNxl 


n-butyl 


UUUUMe 


2,6-dicxxloro-3-pyridyl 


JNJtl 


n-butyl 


OCUUMe 


6, 6-dichloro ■ 3*pyridyl 


XTTT 

JNxl 


n-butyl 


OCUUMe 


5-ohloro-6-nethoxy-3-pyr Idyl 


XTTT 

JNxl 


n-butyl 


OCUUMe 


5-cxuoro-6-etJbLOxy-3-pyriayl 


KTYT 

JNJtl 


n-butyl 


UUUUMe 


2-cxiloro-6-metliyl-3-pyridyl 


XTTT 

JNxl 


n- butyl 


oouuMe 


6-clxloro- 2-metbyl-3-pyridyl 


XTTT 
JNH 


n-butyl 


OOOUMe | 


2-methyl-4-pyndyI 


XTTT 

via. 


n-butyl 


OCOUMe 


2-ethyl-4-pyridyl 


XTTT 


n-butyl 


UUUUMe 


2-methoxy-4-pyridyl 


XTTT 

IN XI 


n-butyl 


UUUUMe 


z-e tnoxy-4-pynayl 


XTTT 
IN XI 


n-outyi 


uuvJUMe 


2- chloro- 4-pyridy 1 


Mir 
IN XI 


n- butyl 


uuuuMe 


2-dim ethylajxxino-4-pyridyl 


XXtT 
IN XI 


n-Dutyl 


uuuuMe 


z-^l-pyrroJULcuxiylj-4~pyTiciyl 


XTTT 
IN XX 


n-uuiyi 


\juv/wivie 


2 -pip sri din o- 4 -pyridyl 


XT XX 


it .Kn 4-i rl 

u.~u \JLby i 




2 -morpholino-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-TTl fi tllvltKif>-4--T>VTl flvl 


NH 


n-butyl 


OCOOMe 


2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


5-methyl-2-pyra2dnyl 


NH 


n-butyl 


OCOOMe 


5-etbyl-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


5 - me tho xy -2 -p y r a ziny 1 


NH 


n-butyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


5-chloro-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


6-metbyl-2-pyTazinyl 


NH 


n-butyl 


OCOOMe 


6- methoxy- 2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


6-chloro-2-pyrazinyl 



34 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 3 


Y 


NH 


n-butyl 


OCOOEt 


2-pyridyl 


NH 


n-butyl 


OCOOEt 


3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-methyl-S-pyridyl 


NH 


n-butyl 


OCOOEt 


4-m ethyl- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-mcthyl-8-pyridyl 


NH 


n-butyl 


OCOOEt 


6-methyl-8 -pyridy 1 


NH 


n-butyl 


OCOOEt 


2-etbyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-etnyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-ethyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-ethyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-methoxy- 3-pyridyl 


NH 


n-butyl 


OCOOBt 


4-me thoxy- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


6 -me thoxy- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-methoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-ethoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-ethoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-ethoxy-3-pyridyl 


NH 


n-butyl 


OCOOBt 


6-etboxy-3-pyridyl | 


NH 


n-butyl 


OCOOEt 


2-chloro- 3-pyridyl 


NH 


n-butyl 


I OCOOEt 


4-chloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


0-chloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-chloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-fluoro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-fluoro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-£luoro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-£luoro-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-dim ethylamina-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-dimethylaniino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-dimethylamini>-S-pyridyl 


NH 


n-butyl 


OCOOEt 


6-dimetbylamino-3-pyridyl 


NH 


n-bulyl 


OCOOEt 


2- (1 -pyrroHdinyl)- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


3-(l-pyrroKdiny])-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-(l -pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-(l-pyrrolidinyl) -3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-piperidino- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-piperidino-3-pyridyl 


IN XI 


n-butyl 


OCOOEt 


5-pip endino- 3-pyndyl 


NH 


n-butyl 


OCOOEt 


6-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-morph.oIino- 3 -pyridy 1 


NH 


n-butyl 


OCOOEt 


4-m orpholino- 3 -pyridy 1 


NH 


n-butyl 


OCOOEt 


5-ntorpholino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-morpholino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-hydroxy- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-hydroxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-hydroxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-hydToyy-3-pyridyl 



35 



WO 02/085905 



PCT/JP02/03727 



NH 


n-butyl 


OCOOEt 


2-mercap to- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-mercapto-S-pyridyl 


NH 


n-butyl 


OCOOEt 


5-xnercap to- 3-pyridyl 


| NH 


n-butyl 


OCOOEt 


6-mercapto-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-methylthio-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-methylthio-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5 -methyltbio-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-methylthio-S-pyxidyl 


NH 


n-butyl 


OCOOEt 


2,6-dimethyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5,6-dimethyl-S-pyridyl 


NH 


n-butyl 


OCOOEt 


2,6-diethyl-8-pyridyl 


NH 


n-butyl 


OCOOEt 


5,6-diethyl-8-pyridyl 


NH 


n-butyl 


OCOOEt 


2, 6-dimethoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5, 6-dimethoxy-S-pyridyl 


NH 


n-butyl 


OCOOEt 


2,6-dietboxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6,6-diethoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2, 6-dichldro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


5, 6-dichloro-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5 -c hi oro-6-met boxy -3-pyridyl 


NH 


! n-butyl 


OCOOEt 


6-cnloro-6-ethoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-chloro- 6-methyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-chloro-2-methyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-methyl-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-ethyl-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-metb.oxy-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-ethoxy~4-pyridyl | 


NH 


n-butyl 


OCOOEt 


2-chloro-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-dimethylaniino-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-(l-pyrrobdinyl)-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-piperidino-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-morpholino-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-m ethylthio-4-pyridyl 


NH 


n-butyl • 


OCOOEt 


2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


5-methyl-2-pyraziiiyl 


NH 


n-butyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


5-m e thoxy- 2 -p yraziny 1 


NH 


n-butyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


5-chloro-2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


6-m ethyl- 2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


NH 


n-butyl OCOOEt 


6-chloro-2-pyrazinyl 



36 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


. R 2 


Y 


NH 


n-pentyl 


OH 


2-pyridyl 


NH 


n-pentyl 


OH 


3-pyridyl 


NH 


n-pentyl 


OH 


4-pyridyl 


NH 


xi-pentyl 


OH 


2-methyl-3-pyridyl 


NH 


n-pentyl 


OH 


4-methyl-S-pyxidyl 


NH 


n-pentyl 


OH 


6-methyl-S-pyridyl 


NH 


n-pentyl 


OH 


6-methyl-S-pyridyl • 


NH 


n-pentyl 


OH 


2-ethyl-3-pyridyl 


NH 


n-pentyl 


OH 


4-ethyl-3-pyridyl 


NH 


n-pentyl 


OH 


6-ethyl- 3-pyridyl 


NH 


n-pentyl 


OH 


6-ethyl-3-pyridyl 


NH 


n-pentyl 


OH 


2-methoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


4-methoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


5-metnoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


6-methoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


2-ethoxy-3-pyridyl 


NH 


n-pentyl 


OH 


4-ethoxy-3-pyridyl 


NH * 


n-pentyl 


OH 


5-ethoxy-3-pyridyl 


! NH 


n-pentyl 


! OH 


6-ethoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


2-chlor o- 3-pyridyl 


NH 


n-pentyl 


OH 


4-cbloro-3-pyridyl 


NH 


n-pentyl 


OH 


d-cMoro- 3-pyridyl 


NH 


n-pentyl 


OH 


6- chloro- 3-pyridyl 


NH 


n-pentyl 


OH 


2-fhioro-3-pyridyl 


i NH 


n-pentyl 


OH 


4-fLuoi , o-3-pyridyl 


NH 


n-pentyl 


OH 


5-fluoro-3-pyridyl 


NH 


n-pentyl 


OH 


6-fluoro-3-pyridyl 


NH 


n-pentyl 


OH 


2-dimethylamino- 3-pyridyl 


NH 


n-pentyl 


OH 


4- dimethylamino- 3-pyridyl 


NH 


n-pentyl 


OH 


6-dimetliylamino- 3-pyridyl 


NH 


n-pentyl 


OH 


6-dimethylamino- 3-pyridyl 


NH 


n-pentyl 


OH 


2- (1 -pyrr olidiny 1) - 3-pyridyl 


NH 


n-pentyl 


OH 


3-(l-pyrrolidinyl) -3-pyridyl 


NH 


n-pentyl 


OH 


5-(l -pyrrolidinyl) -3-pyridyl 


NH 


n-pentyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OH 


2-piperidino-3-pyridyl 


NH 


n-pentyl 


OH 


4-piperidino-3-pyridyl 


NH 


n-pentyl 


OH 


5-piperidino-3-pyridyl 


JNii 


n-pentyl 


ATT 

OH 


6-piperidino- 3-pyridyl 


NH 


n-pentyl 


OH 


2-morpholino-S-pyridyl 


NH 


n-pcntyl 


OH 


, 4-morpholino-3-pyridyl 


NH 


n-pentyl 


OH 


5-morpHolino- 3-pyridyl 


NH 


n-pentyl 


OH 


6 -morpholino- 3-pyridyl 


NH 


n-pentyl 


OH 


2-hydroxy-3-pyridyl 


NH 


n-pentyl 


OH 


4-hydroxy-3-pyridyl 


NH 


n-pentyl 


OH 


5-hydroxy- 3-pyridyl 


NH 


n-pentyl 


OH 


6-hydroxy-3-pyridyl 



37 



WO 02/085905 



PCT/JP02/03727 



NH 


n-pentyl 


OH 


2-mercapto- 8-pyridyl 


NH 


n-pentyl 


OH 


4-mexcapto-S-pyridyl 


NH 


n-pentyl 


OH 


5-mercapto-3-pyridyl 


NH 


n-pentyl 


OH 


6 -mercap to- S-pyridyl 


NH 


n-pentyl 


OH 


2-methyltliio-3-pyridyl 


NH 


n-pentyl 


OH 


4- me thvlthio - 3 -nvridvl 


NH 


n-pentyl 


OH 


5 -me thvl t\\ i n- S -tjvti HvI 


NH 


n-pentyl 


OH 


S-methvlthio-S-Ti <?vl 


NH 


n-pentyl 


OH 




NH 


n-nentvl 


OH 


o, o- ojxue inyi-o -pyxiayx 


NH 


n-Dsntvl 


OH 


xi , v> - u_j.e kuy i- d -pyriiiyi 


NH 




OH 


o^w-uietiiyi-o-pyriCLyi 


NH 


Yl»T1fiTli"v1 
AL LJ o JUL %rj X 


OH 


z, o-cametiioxy-o-pyriayJ. 


NH 


Tt-Tifiirfctrl 


OH 


o, o-aimeinoxy- o -pynayj. 


NH 


Tl-Tl An fori 


OH 


^ , o -aie tnoxy- o-pynayl 


NH 




OTT 


o, o-aie tnoxy- a-pynayj 


NH 


XL LSCAAbjf J 


OH 


^ t o-aicxiioro- i>-pynciyi 


NH 


n-tieiitvl 


OH 


5 , 6-dichloro- 3-pyiidyl 


NH 




OH 


g coioro UTDBinoxy j ~~p y it l ay l 


NH 


n-Tjentvl 


OH 


u-ciiioro»o-eunoxy-f>-pyTio.yj 


NH 


n-Dentvl 


OH 


A-cxuuro-D-inexnyi-*i-pyriQyi 


NH 


n-neri'fcvl 


OH 


o -cnioro- ^-mexnyi- o-pyrioyi 


NH 


n-oenfcvl 


OH 


^-mexnyi-4-pyriayji 


NH 


n-T) en tvl 


OH 


2-e thyl- 4-py ridy 1 


NH 


JLL"Li C JLL */Jr X 


OH 


2-methoxy-4-pywdyl 


NH 


n-Dentvl 


OH 


2-e tnoxy- 4-pyridyl 


NH 


n-oentvl 


OH 


S-cliloro-^pyridyl 


NH 


n-neirfcvl 


OH 

V/XX 


xv-uimemyja mi.no-4-pynayi 


NH 


n-pentyl 


OH 


^-vx-pyrronojLnyv-4-pyriciyj 


NH 


n-pentyl 


OH 


5L.T>TTJOl^i f^lT^rk_A— T^Trvi/l^yl 

*t~}jxp orittxxio-ft-pyi i\xy± 


NH 


n-pentyl 


OH 


x& -m uxjli noixno - ^ - pyntzy i 


NH 


n-pentyl 


OH 


2-methylthio-4-pyTidyl 


NH 


n-pentyl 


OH 


2-pyrazinyl 


NH 


n-pentyl 


OH 


5-methyl-2-pyrazinyl 


NH 


n-pentyl 


OH 


5-ethyl-2-pyrazinyl 


NH 


n-pentyl 


OH 


5-methoxy-2-pyra2inyl 


NH 


n-pentyl 


OH 


5-e thoxy- 2-pyrazinyl 


NH 


n-pentyl 


OH 


5-chloro-2-pyrazinyl 


NH 


n-pentyl 


OH 


6-methyl- 2-pyrazinyl 


NH 


n-pentyl 


OH 


6-methoxy-2-pyrazinyl 


NH 


n-pentyl 


OH 


6-chloro-2-pyrazinyl 



38 



WO 02/085905 PCT/JP02/03727 



A 


"pi 


ft 


Y 


\TTT 

IN JUL 


n-pentyl 


UOUOMe 


2-pyridyl 


fsri 


n-pentyl 


OCOOMe 


3-pyridyl 


via 


n-pentyl 


OCOOMe 


4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-methyl-8-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-methyl- 8-pyridyl 


NH 


n-pentyl 


OCOOMe 


5 -methyl- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-ethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-ethyl-S-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-ethyl-S-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-ethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-methoxy-3-pyridyl 


NH 


n-pcntyl 


OCOOMe 


4-methoxy-8-pyridyl 


NH 


n-pentyl 


1 OCOOMe 


5-methoxy- 3-pyridyl 


NH 


n-pentyl 


I OCOOMe 


6-methoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-ethoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe . 


5-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-e thoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-chloro-3-pyridyl 


NH , 


n-pentyl 


OCOOMe 


4- chloro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-chloxo- 3 -pyridyl 


NH 


n-pentyl 


OCOOMe 


6-chloro- 8-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-fluocro-S-pyridyl 


NH 


n-pentyl 


OCOOMe 


S-flnoro-S-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-dime thyla mino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-dimethylamino-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-dimethylamino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-dimethylamino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyxidyl 


NH 


n-pentyl 


OCOOMe 


3- (l-pyrrolidinyl)-3-pyridyi 


XTT_T 

NH 


n-pentyl 


OCOOMe 


5-(l-pyrrolidinyl)-3-pyridyl 


VTTT 

Nti 


n-pentyl 


OCOOMe 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-piperidino-3-pyridyl 


JNxl 


n-pentyl 


OCOOMe 


4-piperidino- 3-pyridyl 


NH I 


JJ. "UCil ujfX 


\J\j\J\Jl\LB 


5-piperidino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-piperidino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-morpholino-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-morpholino-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-morpholino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-morpholino- 3-pyridyl 


NH 


n-pentyl 


OCOOMe I 


2-hydroxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-hydroxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-hydroxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-hydroxy-3- pyridyl 



39 



WO 02/085905 



PCT/JP02/03727 



NH 


n-pentyl 


OCOOMe 


2-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-mercapto-3-pyridyl 


\ NH 


n-pentyl 


OCOOMe 


6-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


! 4-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2 > 6-dimethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5, 6-dimethyl- 3-pyridyl 


NH 


n-pentyl 


OCOOMe * 


2,6-diethyl-3-pyridyl 


NH 


n-pentyl 


i OCOOMe 


5,6-diethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2,6-dimethoxy-S-pyridyl 


NH 


n-pentyl 


OCOOMe 


5, 6- dimethoxy-3 -pyridyl 


NH 


n-pentyl 


OCOOMe 


2,6-diethoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


B,6-diethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2, 6-dichloro-S-pyridyl 


NH 


n-pentyl 


OCOOMe 


5,6-dichloro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-chloro-6-meihoxy-3-pyr i dy 1 


NH 


n-pentyl 


OCOOMe 


5-chloro- 6-e thoxy-3 -pyridyl 


NH 


n-pentyl 


OCOOMe 


2-chloro-6-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-chloro-2-metliyl-3-pyTidyl 


NH 


n-pentyl • 


OCOOMe 


2-methyl-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-ethyl-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-meth.oxy-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-ethoxy-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-chloro- 4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-dunetbylamino- 4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2- (1-pyrrolidinyl) -4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-piperidino- 4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-morpholino-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-methyltnio-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5-methyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


6-ethyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5-methoxy-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5-chloro-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


6-methyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


6-methcxy- 2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


6-chloro-2-pyrazinyl 



40 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


T 


NH 


n-pentyl 


OCOOEt 


2-pyridyl 


NH 


n-pentyl 


OCOOEt 


3-pyridyl ! 


NH 


n-pentyl 


OCOOEt 


4-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-methyl-3-pyridyl 


NH 


n-pentyl 


| OCOOEt 


4-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-methyl«3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-methyl-S-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-ethyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-ethyl-S-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-ethyl- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-ethyl-3-pyridyl 


NH 


n-pentyF 


OCOOEt 


2-methoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


| 4-metnoxy-3-pyridy3 


NH 


n-pentyl 


OCOOEt 


5-methoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-methoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-ethoxy-S-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-ethoxy-8-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-ettioxy~ 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-ethoxy-8-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-cMor o- 8-pyri dyl 


NH 


n-pentyl 


OCOOEt 


4-chloro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-chloro-3-pyridyl 


NH 


n-pentyl 


I OCOOEt 


6-chloro - 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-fluoro- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-fluoro-8-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-fluoro- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-fluorc-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-dimethyIamino-S-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-dimethylamino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-dimethylamino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-dime thy lamino- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-(l-pyrroUdinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


S-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-(l-pyrrolidhiyl)-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-(I-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-piperidino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-prperidino-3-pyxidyl 


NH 


n-pentyl 


OCOOEt 


5-pip eridiao-3-pyridyl 


•NH 


n-pentyl 


OCOOEt 


6-piperidino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-mcxpholinn-3-pyri dyl 


NH 


n-pentyl 


OCOOEt 


4-xnorpholino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-morpholino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-morpholino- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-hydxoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-hy dr oxy-3-py ridy 1 


NH 


n-pentyl 


OCOOEt 


5-hydroxy-3-pyridyl 


NH n-pentyl 


OCOOEt 


6-hydroxy-3-pyridyl 



41 



WO 02/085905 



PCT/JP02/03727 



NH 


n-pentyl 


OCOOEt 


2-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-mer capto- 8-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-methylthio-S-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-methylthio-S-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-methylthio-S -pyridyl 


NH 


n-pentyl 


OCOOEt 


6-methyltnio-3-pyTidyl 


NH 


n-pentyl 


OCOOEt 


2,6-dimethyl-3-pyxidyl 


NH 


n-pentyl 


OCOOEt 


6,6-dim ethyl- 3 -pyridyl 


NH 


n-pentyl 


OCOOEt 


2. 6-diethvl-3-t>vrid vl 


NH 


n-pentyl 


OCOOEt 


6 f 6-diethyl-3-pyridyl 


NH 


n-Dentvl 


OCOOEt 


2 6-dimetlifl3rv-3-'nvTirhrl 


NH 


n-pentyl 


OCOOEt 


S. 6-dime thoxv - 3 -tj vri Hvl 


NH 


n-pentyl 


OCOOEt 


2 6-diB'thmrv»3-nvFif?vl 


NH 


n-nentvl 


OCOOEt 


5.6-dietlioxv-3-ovridvl 


NH 


n-pentyl 


OCOOEt 


2 6-dichloTO-3-T>vrid"vl 


NH 


n-pentyl 


OCOOEt 


5 6-diclilor6-3»ti i irrid.vl 


NH 


n-pentyl 


OCOOEt 


5— chloro "6~ino'tbo3cy —3 "-pyx i dyl 


NH 


n-pentyl 


OCOOEt 


B-dxiloFO-fi-P'hhnw- ft-Tivrri fl vl 


NH 


n-pentyl 


OCOOEt 


2-dllnTO-fi-lTl pfcll vl - 3 .nirn r3 irl 


NH 


n-pentyl 


OCOOEt 


6-cUoTri-2-TTi fltVi vl- 3 -n v~tn ^rl 

w VU1UJLU A UlGvJUjTX 4^ £/JFXJLUjrX 


NH 


n-nentvl 


OCOOEt 


2-Trif»'ffhvl-4-nviHr?vl 


NH 


n-pentyl 


OCOOEt 


2 a o +Ti vl - /t— ti vri *1 vl 


NH 


n-pentyl 


OCOOEt 


2-m Atlimrv-4.^T> vt"i/l vl 


NH 


n-pentyl 


OCOOEt 


2-G tll05CV- 4 -Tl VT1 tlvl 


NH 


n-pentyl 


OCOOEt 


2-cliloro-4-i5VTidvl 


NH 


n-pentyl 


OCOOEt 


2-dinie tli vl amino - 4-nvri d vl 


NH 


n-pentyl 


OCOOEt 


2-Q-DvrroHdinvD-4-T)VTidvl 


NH 


n-pentyl 


OCOOEt 


2-piperidino-4-pyridyl 


NH 


n-pentyl 


OCOOEt 


2 -m oxpliolin€>-4-py2 , i dyl 


NH 


n-pentyl 


OCOOEt 


2-m ethylthio-4-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-metnyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


B-ethyl-2-pyraainyl 


NH 


n-pentyl 


OCOOEt 


5-me fchoxy-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-chloro-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


6-methyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


NH 


n-pentyl OCOOEt 


6-cMoro-2-pyrazinyl 



42 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


o 


pxopyi 


OH 


2-pyndyl 


o 


Tiv/vnvl 
propyl 


OP 


o-pyriayi • 


n 


propyl 


i fVFT 
KJxX 


4-pyridyl 




propyl 


UJC1 


ii- metnyl- 3 -pyridyl 




propyl 


ATT 

Uri 


4-m ethyl- 3-pyxidyl 


KJ 


propyl 


OH 


5-methyl-3-pyridyl 




propyl 


OH 


6-methyl-3-pyridyl 


O 


propyl 


OH 


2-ethyl-3-pyridyl 


o 


propyl 


OH 


4-ethyl-3-pyridyl 


0 


propyl 


OH 


6-ethyl-3-pyridyl 


o 


propyl 


OH 


G-ethyl-3-pyridyl 


o 


propyl 


OH 


2-methoxy-3-pyridyl 


o 


propyl 


OH 


4-iaet}ioxy-3-pyridyl 


o 


propyl 


OH 


5-methoxy-S-pyridyl 


0 


propyl 


OH 


6-methoxy-3-pyridyl 


O 


propyl 


OH 


2-ethoxy-3-pyridyl 


0 


propyl 


| OH 


4-ethoxy-3-pyridyl 


o 


propyl 


OH 


5-ethoxy- S-pyridy 1 


o 


propyl 


OH 


6-eth.oxy-3-pyridyl 


o 


propyl 


OH 


2-chloro-3-pyridyl 


o 


propyl 


OH 


1 4-ehloro- 3-pyridyl 


o 


propyl 


OH 


5-chloro-3-pyridyl 


o 


propyl 


OH 


6-chloro- 3-pyridyl 


o 


propyl 


OH 


2-fluoro-3-pyridyl 


o 


propyl 


OH 


4-fluoro-8-pyridyl 


o 


propyl 


OH 


5-£hioro-3-pyridyl 


o 


propyl 


OH 


S-£luoro-3-pyridyl 


O 


propyl 


OH 


2-dimethylamino-S-pyridyl 


O 


propyl 


OH 


4-dimethylamino- 3-pyridyl 




propyl 


ATT 

OH 


5-dimethylamiiio- 3-pyxidyl 




propyl 


ATT 

OH 


6-dimethylammo-3-pyridyl 




propyl 


OH 


2-(l-pyrroUdinyl)- S -pyndyl 


KJ 


propyl 


ATT 

on 


3-(l-pyrrohdinyl)- 3 -pyndyl 


O 
V/ 


propyl 


ATT 

Un 


5-(l-pyrrohdiiryl)- 8-pyndyl 


O 

w 


propyl 


ATJ 


6- (1-pyrroKdiriyl)- 3-pyridyl 


o 


propyl 


wJtL 


2-pip eridino- 3 -pyridyl 


o 


propyl 


Off 


4-pip eridino-3-pyridyl 


0 


propyl 


OH 


5-p ip eridino- 3-pyridyl 


0 


propyl 


OH 


6-piperidino-3-pyridyl 


0 


propyl 


OH 


2-morpholino- 3-pyridyl 


0 


propyl 


OH 


4-morpholino-3-pyridyl 


0 


propyl 


OH 


6-morpholino- 3-pyridyl 


0 


propyl 


OH 


6-morpliolino-3-pyridyl 


0 


propyl 


OH 


2-hy droxy- 3-pyridyl 


0 


propyl 


OH 


4-hy droxy- 3-pyridyl 


0 


propyl 


OH 


5-hy df oxy-3-pyri dy 1 


0 


propyl 


OH 


6-hydroxy- 3-pyridyl 



43 



WO 02/085905 



PCT/JP02/03727 



0 


propyl 


OH 


2-mercapto- 8-pyridyl 


0 


propyl 


OH 


4-mercapto- 3-pyridyl 


0 


propyl 


OH 


5-mercapto-3-pyridyl 


0 


propyl 


OH 


6-mercapto- 3-pyridyl 


0 


propyl 


OH 


2- me thy Itliio- 3-pyridyl 


1 o 


propyl 


OH 


4-me thyltHio- 3-pyridyl 


o 


propyl 


OH 


S-metlrylthio-S-pyridyl 


0 


propyl 


OH 


6-methylthio-3-pyridyl 


o 


propyl 


' OH 


2 . 6 -dime tli vl- 8-T)vridvl 


0 


propyl 


OH 


5. 6-dimefchvl-S-T>vrii3vl 


o 


propyl 


! OH 


2 . 6-difitlivl-3-T3vridvl 


! o 


propyl 


OH 


5 fi-diftthvl-S-nTrridvl 


0 


propyl 


OH 




0 


propyl 


OH 


5 6-dii3ietlioxv-3-'ovrii5vl 


0 


propyl 


OH 


2 S-diefchoxv-S-nvriilvl 


0 


■Droovl 


OH 




o 


propyl 


OH 




0 


uroovl 


OH 




o 


propyl 


OH 


5 — c hi oxo~0' 'mot boxy — 3 — pyr 5 <Jy 1 


o 


propyl 


OH 


S-diloro-G-ftthoyv- 3-nvri d vl 


o 


propyl 


OH 


2-cMm*n-fi-nri pf*li vl»ft-.T\TnMi?vl 

V III C XjXXj X 0*J/Jf X JL vLY X 


0 


propyl 


OH 


6-cliloaro»2-Tnet;Tivl- < l-TJVTi rl vl 


0 


propyl 


OH 


2-YnfitVivl-4-Trtn r ?fl vl 


o 


propyl 


OH 


2-ptTiv 1 xn*i <1 vl 


o 


propyl 


OH 


2-metho5rv-4~'n vri vl 


0 


propyl 


OH 


2-ethoxy- 4-pyridyl 


! 0 


propyl 


OH 


2-chloro-4-Tivridvl 


0 


propyl 


OH 


2-diTnafclwlflTninn-il-TiVTiHvl 


0 


propyl 


OH 


2-(l-ovxTolidiiivll-4-ovridvl 


0 


propyl 


OH 


2-p ip eridino-4-pyridyl 


0 


propyl 


OH 


2-morpholino-4-pyridyl 


0 


propyl 


OH 


2 - m e thy lthio-4 -pyridyl 


0 


propyl 


OH 


2-pyrazinyl 


0 


propyl 


OH 


5-methyl-2-pyraziiiyl 


0 


propyl 


OH 


5-etliyl-2-pyrazinyl 


0 


propyl 


OH 


5-methoxy-2-pyrazinyl 


0 


propyl 


OH 


5- e thoxy- 2-pyrazinyl 


0 


propyl 


OH 


6-cMoro-2-pyraziriyl 


0 


propyl 


OH 


6-methyl-2-pyrazinyl 


0 


propyl 


OH 


6-methoxy-2-pyraziny] 


0 


propyl 


OH 


6-chloro-2-pyTaziny] 



44 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


0 


propyl 


OCOOMe 


2-pyridyl 


0 


propyl 


OCOOMe 


3-pyridyl 


0 


propyl 


OCOOMe 


4-pyridyl 


0 


propyl 


OCOOMe 


2-methy]-3-pyridy) 


0 


propyl 


OCOOMe 


4- methyl- 3-pyridyl 


0 


propyl 


OCOOMe 


5-methyl-3-pyridyl 


0 


propyl 


OCOOMe 


6-methyl-3-pyridyl 


0 


propyl 


OCOOMe 


2-e thyl- 3 -pyridyl 


0 


propyl 


OCOOMe 


4-ethyl-3-pyxidyl 


o 


propyl 


OCOOMe 


5-ethyl-3-pyridyl 


0 


propyl 


OCOOMe 


6-e thyl- 3-ovridvl 


0 


propyl 


OCOOMe ' 


2-meth.oxy- 3-pyridyl 


0 . 


propyl 


OCOOMe 


4-m ethoxy- 3-pyridyl 


0 


propyl 


OCOOMe 


5-metlioxy- 3-pyridyl 


0 


propyl 


OCOOMe 


6-metiioxy- 3-pyridyl 


0 


piopyl 


! OCOOMe 


2-ethoxy-3-pyridyl 


o 


propyl 


OCOOMe 


4-e thoxy- 3-pyridyl 


o 


propyl 


OCOOMe 


5-e thoxy- 3-pyri dyl 


0 


propyl 


OCOOMe 


6-ethoxy-3-pyridyl 


0 


propyl 


OCOOMe 


2-chloro* 3'pyridyl 


0 


propyl 


OCOOMe 


4 -chioro- 3-pyridyl 


0 


propyl 


OCOOMe 


5-chloro- 3-pyridyl 


0 


propyl 


OCOOMe 


6-chl or o- 3-pyridyl 


0 


propyl 


OCOOMe 


2-fluoro-3-pyxidyl 


o 


propyl 


OCOOMe 


4-fluoro-3-pyridyl 


0 


propyl 


OCOOMe 


5-fluoro- 3-pyridyl 


0 


propyl 


OCOOMe 


6-fluoro- 3-pyridyl 


0 


propyl 


OCOOMe 


2-dimethylamino-3-pyridyl 


0 


propyl 


OCOOMe 


4-dimethylamino-S-pyridyl 


0 


propyl 


OCOOMe 


6-dimethylamiao-3-pyridyl 


0 


propyl 


OCOOMe 


6-dimethylamino- 3-pyridyl 


0 


propyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyridyl 


0 


propyl 


OCOOMe 


3-(l-pyrrolidiayl)-3-pyridyl 


0 


propyl 


OCOOMe 


5-(J-pyrrolidinyl)-3-pyridyl 


0 


propyl 


OCOOMe 


6-(l -pyrrolidinyl)-3-pyridyl 


0 


propyl 


OCOOMe 


2-piperidiiio-3-pyTidyl 


0 


propyl 


OCOOMe 


4-p ip eridino- 3-pyridyl 


0 


propyl 


OCOOMe 


5-piperidino-3-pyridyl 


0 


propyl 


OCOOMe 


6-pip eridino-3-pyridyl 


0 


propyl 


OCOOMe 


2-morpholino- 3-pyridyl j 


0 


propyl 


OCOOMe 


4-morpholino- 3-pyridyl 


0 


propyl 


OCOOMe 


6-morpholino-3-pyridyl 


0 


propyl 


OCOOMe 


e-morpholino-3-pyridyl 


0 


propyl 


OCOOMe 


2-hydroxy- 3-pyridyl 


0 


propyl 


OCOOMe 


4-hydroxy- 3-pyxidyl 


0 


propyl 


OCOOMe 


5-hydroxy-3-pyridyl 


0 


propyl 


OCOOMe 


6-hydroxy-3-pyridyl 



45 



WO 02/085905 



PCT/JP02/03727 



0 


propyl 


OCOOMe 


2 -mer cap to- 3 -pyridyl 


0 


propyl 


OCOOMe 


4-mercapto-3-pyridyl 


0 


propyl 


OCOOMe 


5-mercapto-3-pyridyl 


0 


propyl 


OCOOMe 


6-mercapto-3-pyridyl 


0 


propyl 


OCOOMe 


2-methylthio-3 -pyridyl 


0 


propyl 


OCOOMe 


4-raethylthio -3 -pyridyl 


0 


propyl 


OCOOMe . 


5-methylthio-S-pyridyl 


0 


propyl 


OCOOMe 


6-methylthio- 3-pyridy 1 


0 


propyl 


OCOOMe 


2, 6-dimethyl-3-pyridyl 


0 


propyl 


OCOOMe 


5,6-dimethyl-3-pyridyl 


0 


propyl 


OCOOMe 


2,6-diethyl-3-pyridyl 


0 


propyl 


OCOOMe 


5, 6-diethyl-3-pyridyl 


0 


propyl 


OCOOMe 


1 2,6-dimethoxy-3-pyridyl 


0 


propyl 


OCOOMe 


5,6- dim ethoxy- 3 -pyridyl 


0 


propyl 


OCOOMe 


2, 6-diethoxy- 3-pyridy 1 


0 


propyl 


OCOOMe 


5, 6-diethoxy-3-pyridyl 


0 


propyl 


OCOOMe 


2,6-dichloro-3-pyridyl 


0 


propyl 


OCOOMe 


5,6-dichloro-S-pyridyl 


0 


propyl 


OCOOMe 


S-chloro-6-3nethoacy-3-pyxi dyl 


0 


propyl 


OCOOMe 


5-cMoro- 6-ethoxy- 3-pyridyl 


0 


propyl 


OCOOMe 


2-chloro-6-methyl-3-pyridyl 


0 


propyl 


OCOOMe 


6-chloro-2-methyl-3-pyridyl 


0 


propyl 


[ OCOOMe 


2-methyl-4-pyridyl 


0 


propyl 


OCOOMe 


2-ethyl-4-pyridyl 


0 


propyl 


OCOOMe 


2-methoxy-4-pyridyl 


0 


propyl 


OCOOMe 


2-ethoxy-4-pyridyl 


0 


propyl 


OCOOMe 


2-chloro-4-pyridyl 


0 


propyl 


OCOOMe 


2-dimethylamino-4-pyxidyJ 


0 


propyl 


OCOOMe 


2-(l-pyrrolidinyl)-4-pyridyl 


0 


propyl 


OCOOMe 


2-piperidino-4-pyridyl j 


0 


propyl 


OCOOMe 


2-morpholino-4-pyridyl 


0 


propyl 


OCOOMe 


2-methylthio-4-pyridyl 


0 


propyl 


OCOOMe 


2-pyrazinyl 


0 


propyl 


OCOOMe 


5-methyl-2-pyrazinyl 


0 


propyl 


OCOOMe 


6-ethyl-2-pyrazinyl 


0 


propyl 


OCOOMe 


5-methoxy-2-pyrazinyl 


0 


propyl 


OCOOMe 


5-et&oxy-2-pyrazixiyl 


0 


propyl 


OCOOMe 


5-chloro-2-pyrazinyl 


0 


propyl 


OCOOMe 


6-methyl-2-pyTazdnyl 


0 


propyl 


OCOOMe 


6-metltoxy-2-pyrazinyl 


0 


propyl 


OCOOMe 


6-chloro- 2-pyrazinyl 



46 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R s 


Y 


0 


propyl 


OCOOEt 


2-pyridyl 


0 


propyl 


OCOOEt 


3-pyridyl 


0 


propyl 


OCOOEt 


4-pyridyl 


0 


propyl 


OCOOEt 


2-methyl-3-pyridyl 


0 


propyl 


OCOOEt 


4-methyl-3-pyridyl 


0 


propyl 


OCOOEt 


5 -methyl- 8-pyridyl 


0 


propyl 


OCOOEt 


6-methyl- 3-pyridyl 


0 


propyl 


OCOOEt 


2-ethyl-3-pyridyl 


0 


propyl 


OCOOEt 


4-ethyl-3-pyridyl 


0 


propyl 


OCOOEt 


5-ethyl-3-pyridyl 


0 


propyl 


OCOOEt 


6-ethyl-3-pyridyl 


0 


propyl 


OCOOEt 


2-methoxy-3-pyridyl 


o 


propyl 


OCOOEt 


4-methoxy-3-pyridyl 


0 


■ propyl 


OCOOEt 


5 -methoxy -3-pyridyl 


0 


propyl 


OCOOEt 


6-metlLoxy- 3-pyridyl 


o 


propyl 


OCOOEt 


2-etlioxy-S-pyridyl 


0 


propyl 


OCOOEt 


4-ethoxy-S-pyridyl 


0 


propyl 


OCOOEt 


5-ethoxy-3-pyridyl 


0 


propyl 


OCOOEt 


6-ethoxy- 3-pyridyl 


0 


propyl 


OCOOEt 


2 -chloro -3-pyridyl 


0 


propyl 


OCOOEt 


4-chloro-3-pyridyl 


0 


propyl 


OCOOEt 


5 -chloro- 3-pyridyl 


0 


propyl 


OCOOEt 


6- chloro- 3-pyridyl 


0 


propyl 


OCOOEt 


2-£Luoro-3-pyridyl 


0 


propyl 


OCOOEt 


4-fluoro-3-pyridyl 


0 


propyl 


OCOOEt 


5-£luoro-S-pyridyl 


0 


propyl 


L OCOOEt 


6-£luoro-3-pyridyl 


0 


propyl 


OCOOEt 


2-dimethylamino-3-pyridyl 


0 


propyl 


OCOOEt 


4-dimetkylamino- 3-pyridyl 


0 


propyl 


OCOOEt 


5 - dime thy lamino- 3-pyridyl 


0 


propyl 


OCOOEt 


6 - di m e t hyla mino-3-pyridyl 


0 


propyl 


OCOOEt 


2-(l-pyrrolidinyl)-3-pyridyl 


0 


propyl 


OCOOEt 


S-(l-pyrrolidi2ryl)-3-pyridyl 


0 


propyl 


OCOOEt 


6-(l-pyrroHdinyl)-3-pyridyl 


0 


propyl 


OCOOEt 


6-(l-pyrroUdixryl)-8-pyridyl 


0 


propyl 


OCOOEt 


2-piperidino-3-pyridyl 


0 


propyl 


OCOOEt 


4-piperidino-3-pyridyl 


0 


propyl 


OCOOEt 


5-piperidino-3-pyridyl 


u 


propyl 


OCOOEt 


6-piperidino-3-pyridyl 


0 


propyl 


OCOOEt 


2-morpholino-3-pyridyl 


0 


propyl 


OCOOEt 


4-morpholino-3-pyridyl 


0 


propyl 


OCOOEt 


5-morpholino-3~pyri.dyl 


0 


propyl 


OCOOEt 


6-morpholino-3-pyridyl 


0 


propyl 


OCOOEt 


2-hydroxy-3-pyridyl 


0 


propyl 


OCOOEt 


4-hydroxy-3-pyridyl 


0 


propyl 


OCOOEt 


5-hydroxy-3-pyridyl 


0 


propyl 


OCOOEt 


6-hydroxy-3-pyridyl 



47 



WO 02/085905 



PCT/JP02/03727 



I 0 


propyl 


OCOOEt 


2-mer can to -3-15 vti d vl 


0 


propyl 


OCOOEfc 




0 


propyl 


OCOOEt 


6"Hi6rcflp fco~ S^py ridyl 


o 


propvl 


OCOOEt 




o 


Jr A u Jr J A 


OCOOEt 


Zi-me wiy i liuo- o *py riuy i 


o 


propyl 




^-m e x oy lumo- o-pyraay a 


o 


propyl 




o-metJiyitiiio-o-pyrxayl 


o 


propyl 




o-ni etmyitoio* a -pynayl 


n 


propyx 


nrnni?t 


z , o-aime tnyl- 8-pyriayl 


n 


propyl 




5,6- dim ethyl- 3-p ynay 1 


n 


propyl 




2, 6-dietnyl-3-pyridyl 


r\ 

\j 


propyl 




5, 6-aiethyl-3-pyrxdyl 


r\ 
U 


. propyl 


r\firw"YC± 
UOUUJcit 


2,6-dimethoxy- 3 -pyndyl 


\J 


propyl 




5, 6-diniethoxy- 3-pyndyl 


r\ 
U 


propyl 


UL»UUilit 


2,6-diethoxy-S-pyxidyl 


r\ 
U 


propyl 


ULiUUrut 


6,6 -die thoxy-S-pyridyl 


r\ 
U 


propyl 


UL»UUfc/t 


2,6-dachloro-3-pyndyl 


r\ 
U 


propyl 




5,6-dicnloro-3-pyridyl 


f\ 
<J 


propyl 


UOUUJtLt 


5-chlor 0"6-methorr-3-pyr i dyl 


U 


propyl 




5-chloro-6-etlioxy-3-pyridyl 


ri 

L/ 


propyl 




2-chloro-6-methyl~ 3-pyridyl 


n 


propyl 




6-chloro-2-metnyl-3-pyndyl 




propyl 


Kj\jKJ\JJhZ 


2-methyl-4-pyTidyl 


KJ 


propyl 


UOUUliit 


2-ethyl-4-pyridyl 




propyl 




Z-metlioxy-4-pyridyl 




propyl 




2-ethoxy-4~pyridyl 


n 


propyl 




2-cnl&ro-4-pyndyl 


n 


propyl 




2-dimetnylaniino~4-pyndyl 


o 


propyl 




2-(i-pyrrobdinyl)-4-pyndyl 


o 


propyl 




2-piperidmo-4-pyridyl 


o 


propyl 




2-morpliolino-4-pyridy2 


0 


propyl 


OCOOEt 


2- me th.vlthio-4-Ti vri A vl 


0 


propyl 


OCOOEt 


2-pyrazinyl 


0 


propyl 


OCOOEt 


5-me thyl-2-pyr azinyl 


0 


propyl 


OCOOEt 


5-ethyl-2-pyra zinyl 


o 


propyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


0 


propyl 


OCOOEt 


5-ethoxy-2-pyxaziiiyl 


0 


propyl 


OCOOEt 


6-chloro-2-pyTazinyl 


0 


propyl 


OCOOEt 


6-methylr2-pyrazinyl 


0 


propyl 


OCOOEt 


6-methoxy-2-pyra2inyl 


0 


propyl 


OCOOEt 


6- chloro- 2-pyrazinyl 



48 



WO 02/085905 



PCT/JP02/03727 



X 


R J 


R 1 


Y 


0 


22-bufcyl 


OH 


2-pyridyl 


0 


n-butyl 


OH 


3-pyridyl 


0 


n-butyl 


OH 


4-pyridyl 


0 


n-butyl 


OH 


2 -methyl- 3-pyridyl 


0 


n-butyl 


OH 


4-methyl-3-pyridyl 


0 


n-butyl 


OH 


6-m ethyl- 3-pyridyl 


0 


n-butyl 


OH 


6-jnethyl-S-pyridyl 


0 


n-butyl 


OH 


2 -ethyl- 3-pyridyl 


0 


n-butyl 


OH 


4-ethyl- 3-pyridyl 


0 


n-butyl 


OH 


5-ethyl- 3-pyridyl 


0 


n-butyl 


OH 


6-atbyl-3-pyridyl . 


0 


n-butyl 


OH 


2-methoxy- 3-pyridyl 


0 


n-butyl 


OH 


4-methoxy- 3-pyridyl 


0 


n-butyl 


OH 


5-methoxy- 3-pyridyl 


0 


n-butyl 


OH 


6-methoxy-8-pyridyl 


o 


n-butyl 


OH 


2-ethoxy-3-pyridyl 


0 


n-butyl 


OH 


4-ethoxy-3-pyridyl 


0 


n-butyl 


OH 


6-ethoxy-3-pyridyl 


0 


n-butyl 


OH 


6-ethoxy-3-pyridyl 


0 


n-butyl 


OH 


2-chloro-3 -pyridyl 


0 


n-butyl 


OH 


4-cbloro-3-pyridyl 


0 


n-butyl 


OH 


6-chloro-3-pyridyl 


0 


n-butyl 


OH 


6-cbloro-3-pyridyl 


0 


n-butyl 


OH 


2-fluoro-8-pyridyl 


0 


n-butyl 


OH 


4-£luoro-3-pyridyl 


o 


n-butyl 


OH 


6-fluoro-3 -pyridyl 


0 


n-butyl . 


OH 


6-fluoro-S-pyridyl 


0 


n-butyl 


OH 


2-dUunethylamino-3-pyridyl 


0 


n-butyl 


OH 


4-dimetbylaniino-S-pyridyl 


0 


n-butyl 


OH 


5-dimetbylamino-3-pyridyl 


0 


n-butyl 


OH 


6-<Umethylamino-3-pyridyl 


0 


n-butyl 


OH 


2-(l-pyrroHdiiiyl)-3-pyridyl 


0 


n-butyl 


OH 


3-(l-pyrrohdinyl)-3-pyridyl 


0 


n-butyl 


OH 


6 - (1-py rroh*dinyl)-3-pyr idyl 


0 


n-butyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


o 


n-butyl 


OH 


2-piperidino- 3-pyridyl 




n-outyi 


All 

OH 


4-piperidino-3-pyridyl 


o 


n-butyl 


OH 


5-piperidino-S-pyridyl 


0 


n-butyl 


OH 


6-pip eridino-S-pyridyl 


0 


n-butyl 


OH 


2 -morpholino- 3-pyridyl 


0 


n-butyl 


OH 


4-morpholino- 3-pyridyl 


0 


n-butyl 


OH 


5-morpholino- 3-pyridyl 


0 


n-butyl 


OH 


6-morpholino-3-pyridyl 


0 


n-butyl 


OH 


2-hydroxy-3-pyridyl 


o 


n-butyl 


OH 


4-hydroxy-3-pyridyl 


0 


n-butyl 


OH / 


5-hydroxy-3-pyridyl 


0 


n-butyl 


OH 


6-hydroxy-3-pyridyl 



49 



WO 02/085905 



PCT/JP02/03727 



. 0 


n-butyl 


OH 


2-mercap to- 3-pyridyl 


0 


n-butyl 


OH 


4-marcap to- 3-pyridyl 


0 


n-butyl 


OH 


5-mercapto- 8 -pyridyl 


0 


n-butyl 


OH 


6-mercapto- 3-pyridyl 


0 


n-butyl 


OH 


2-xnethylthio-3-pyridyl 


0 


n-butyl 


OH 


4-naethylthio- 3-pyridyl 


0 


n-butyl 


OH 


5-me thyltliio - 3 -pyridyl 


0 


n-butyl 


OH 


6-me thyltnio - 3 -pyridyl 


0 


n-butyl 


OH 


2.6-djhnetlivl-3-t5vridvl 


0 


n-butyl 


OH 


S G-dim^tbv1-ft-T>vTiHv1 

v»u kxxxxxc uixyx-o-jyijr XXVXjrX 


o 


n-butyl 


OH 


*ijVuic wxiy x-o-py xxuy X 


o 


n-butvl 

M KJ Mi vjf A. 


OH 


VjW UXC7 UlXJ'X-O-J/Jf XTlUJrjk 


o 


■n-VniTvl 

ii uutjrl 


OH 


A,o-uimeLxioxy-o-pyriayi j 


o 


JLL U U, uj X 


OH 


o i u-uxiue unojty -o-pynuyi 


o 


iJ. is H Ljr 1 


OH 


^cuts txioxy- o-pyxiQyi 


o 


Yi-lni'fcvl 

U u v V X 


OH 


v, o- aae uiioxy -o-pyriuyi 


o 


xi-butvl 


OH 


«»\7-uxv<xixuxu-o-pyxxciyx 


o 


XI U U Lrjr X 


OH 


o , o - tu.cn loro - o -p yriuyj 


o 


n-birbvl 


OH 


t# vuxvxv w mi; btiVA/ o L/jrxiujrX 


o 


U w Ubjr JL 


OH 


»/- uixxur u-o» e uiu xy-o-pyzxCiyi 


o 


n-butyl 


OH 

VXA 


^cixxu .ro- D-m e unyi.- o-p ynuy i 


S 0 


v ix b y x 


OH 


o- vuiux o- A-Hxa tiiyi-o-p y xxQy x 


o 


n-Vm frvl 

*m »J Uiijr X 


OH 


ji-IIlc Liiyi-ft-pyxxviyA 


o 


n-Kirfcvl 

XX V IXWjr X 


OH 


A-e cnyx- 4-py nuy i 


o 


XI" f 14 1>/X 


OH 


i«nieinoxy-4-pyrioyi 


o 


n-butvl 


OH 


a-c usiujty -*t-pyriu.yx 


o 


XJ. *y U Wjr JL 


OH 


ja-ClxltlXO-'fi-py rxoyx 


0 


n-butyi 


OH 


*r t^jiiicuxxy jHin i iiy-Tr— pyriviyi 


0 


n-butyl 


OH 


a \xrj^jxxujjixxxiyA^-*t-"pyxxixyx 


0 


n-butyl 


OH 


Si- TiiTi ^ H i ti f\mJL mtwrr i fl v 1 
x^ jy# x cx xvixxiw— r»"py x ALiy x 


o 


n-butyl 


OH 


2- Tn nra rioliin ft -4 .rwri H vl 

** X4*\*x jfJXMj mw ^jt yjiJLvljl 


0 


n-butyl 


OH 


2-methylthiD-4-pyridyl 


0 


n-butyl 


OH 


2-pyrazinyl 


0 


n-butyl 


OH 


5-methyl-2-pyrazinyl 


0 


n-butyi 


OH 


5-ethyl-2-pyrazinyl 


0 


n-butyl j 


OH 


5-Diethoxy-2-pyrazinyl 


0 


n-butyl 


OH 


6-ethoxy-2-pyrazinyl 


0 


n-butyl 


OH 


5- cxxloro-2-pyrazinyl 


0 


n-butyl 


OH 


6-methyl-2-pyra zdnyl 


0 


n-butyl 


OH 


6-methoxy-2-pyrazinyl 


0 


n-butyl 


OH 


6-clxloro-2-pyraj5inyl 



50 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R* . 


y 


0 


• n-butyl 


OCOOMe 


2-pyxidyl 


0 


n-butyl 


OCOOMe 


3-Dvridvl 


0 


n-butyl 


OCOOMe 


4-nvridvl 


0 


xi-butyl 


OCOOMe 


2-me thvl-3-io vri d vl 


o 


n-butyl 


OCOOMe 


4- Tn P t Vi v7 - & - n trri r? irl 


o 


n-butvl 


OCOOMe 


t/*iiiD Liiyji-o~pjTxayi 


o 


T\-b\itvl 


OCOOMe 

W W W WiXLt? 


D-xneunyi- o -pynciyi 


o 


11 u utyi. 


WW w WlVlo 


z-etnyi-a-pyriayl 


o 


JUL U ULjr JL 




ft-exnyi-o-pyxiayi 


o 






o-exnyi- s-p ynayl 


w 


n-butyl 




6-etnyl-o-pyndyI 


n 


n-ouiyjL 


w^Uwivte 


2-methoxy-3 -pyridyl 


o 


n-uutyi 


woijwivie 


4-methoxy- 3 -pyridyl 


\j 






5-m ethoxy- 3 -pyridyl 


\J 


n-butyl 


fJOt/v/ivie 


8-metaoxy- 3-pyridyl 


o 


•ys rvi i f^f 1 


Www wiYlB 


^-etnoxy-o-pynayl 


w 


n-D utyi 




4-ethoxy-3-p3rridyl 


o 


XL* JL/lltyjL 


wivie 


5-ethoxy-3-pyridyl 


o 


vi .nil 4~»t1 

jul* uuiyi 




b-etnoxy- d-pyxiay 1 


n 


11 - 1) U. LV J. 


nrnriMo 
wL/wwivie 


2-chloro-3-pyridyl 


o 


t» - hi i4if 1 




4 - chl or o - 3 -p yridy 1 


o 




www wiVXc 


C a!« I A«bA O * ^ 

o - cmor o - o -p ynayl 


o 


li yuiiji 


WWWWXTI6 


o-cnioro- o-pynayi 


o 




wwWwIYag 


z -ituoro- o-pyriayi 


o 




wwwwJWrs 


4-fluoro-3-pyridyl 


o 


JUk A/ «4 tij A, 


OCOOMe 

WW W KSIXAG 


*?-xi uoro-o -pynayi 


o 


ti»Tvii+v1 


W W W \JlXxtS 


6^fluoro-3 -pyridyl 


o 


n-butyl 


OCOOMe 


A-uuiie wuiyjLctiiiJUQU'O'pyiTLU.yi 


o 


n-butyl 


OCOOMe 


**-ujxuc myin in i-uu-o-pyxxoyj. 


o 


n-butyl 


OCOOMe 


i in pMJjfid t" 1 ""-*^jpyrinyj. 


0 


n-butyl 


OCOOMe 




o 


n-butyl 


OCOOMe 

W V* J.* J.CJ 


A-\jL-py xr\ixiuj.iiyx^ -o-p yxiuyi. 


0 


n-butyl 


OCOOMe 


S-t'l-nvrirolidiTivl'.-S-tivriHvl 

V \A J^JfA^WAJMAAXJfXJ U |/ J JL. Jr X 


o 


n-butyl I 


OCOOMe 




0 


n-butyl 


OCOOMe 


6- fl -D vrrolidinvn -3»u vrid vl 


o 


n-bulyl 


OCOOMe 


2-Din eridlno»3-T>VTit?, vl 


0 


n-butyl 


OCOOMe 


4-pipejridino--3-pyridyl 


0 


n-butyl 


OCOOMe 


5-piperidino-3-pyridyl 


0 


n-butyl 


OCOOMe 


6-piperidino-3-pyridyl 


0 


n-butyl 


OCOOMe 


2-morpholino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


4-morpholino- 3 -pyridyl 


0 


n-butyl 


OCOOMe 


5-morpholino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


6-morpholino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


2-hydroxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


4-hydroxy- 3-pyridyl 


0 


n-butyl 


OCOOMe 


5-nydroxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


6-bydroxy-3-pyridyl 



51 



WO 02/085905 



PCT/JP02/03727 



KJ 


n- Duty i 




2-mercapto-3-pyridyl 


r\ 
\J 


n-outyi 




4-mercapto-S -pyridyl 


U 


n- butyl 


OOOUMe 


ftp * r% 9 % % 

o-mercapto-3-pyndyl 


0 


n-butyl 


OCOOMe 


6-mercapto-8-pyridyl 


0 


n-butyl 


OCOOMe 


2-methylthio-3-pyridyl j 


0 


n-butyl 


OCOOMe 


4-methylthio~3-pyridyl 


0 


n-butyl 


OCOOMe 


5-methylthio-3-pyridyl 


0 


n-butyl 


OCOOMe 


6-methylthio-3-pyridyl 


0 


n-butyl 


OCOOMe 


2,6-dimethyl-3-pyridyl 


0 


n-butyl 


OCOOMe 


5,6-dimethyl-3-pyridyI 


! 0 


n-butyl 


OCOOMe 


2,6-diethyl-3-pyridyl 


0 


n-butyl 


OCOOMe 


5,6-diethyl-S-pyxidyl 


0 


n-butyl 


OCOOMe 


2,6-dxmethoxy-S-pyridyl 


0 


n-butyl 


OCOOMe 


5,6-dimethoxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


2, 6-diethoxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


5,6-diethoxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


* 2,6-dichloro-3-pyxidyl 


0 


j n-butyl 


OCOOMe 


5, 6-dichloro-3-pyridyl 


0 


n-butyl 


OCOOMe 


5-chloro-6-methoxy-3-pyr idy 1 


0 


n-butyl 


OCOOMe 


5-chloro-6-ethoxy-3-pyxidyl 


o 


n-butyl 


OCOOMe 


2-cbloro-6-metnyl- 3-pyridyl 


0 


n-butyl 


OCOOMe 


6-cMoro-2-methyl-3-pyridyl 


o 


n-butyl 


OCOOMe 


2-methyl-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-ethyl-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-metlioxy-4-pyridyl 


0 


n-butyl i 


OCOOMe 


2-ethoxy-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-chloro-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-dimethylamino-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-(l-pyrroIidinyl)-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-piperidino-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-morpholino- 4-pyridyl 


r\ 
\J 


n-outyi 


UUUUMe 


2-methyltiuo-4-pyridyl 


0 


n-butyl 


OCOOMe 


2-pyrazinyl 


0 


n-butyl 


OCOOMe 


5-methyl-2-pyrazrmyl 


0 


n-butyl 


OCOOMe 


5-8 tbyl- 2-pyrazinyl 


0 


n-butyl 


OCOOMe 


5-metboxy-2-pyrazinyl 


0 


n-butyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


o 


n-butyl 


OCOOMe 


5-chloro-2-pyrazinyl 


0 


n-butyl 


OCOOMe 


6-methyl-2-pyrazinyI 


0 


n-butyl 


OCOOMe 


6-methoxy-2-pyrazinyl 


0 


n-butyl i 


OCOOMe 


6-chloro-2-pyrazinyl 



52 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R a 


Y 


0 


n-butyl 


OCOOEt 


2-Dvridvl 


0 


n-butyl 


OCOOEt 


3-T3vridvl 


0 


n-butyl 


OCOOEt 


^^jg f y * AUjr J 


o 


n-butyl 


OCOOEt 


9.« Trt ft + Vi trl . Q .Titnn *1 vl 
*i wiy I- o - pyxxixy i 


o 


n-butvl 


OCOOEt 


* «w wiy i- o-pyix-ixyj. 


o 


n-Vintvl 


OCOOEt 


u-m e uiyjL- o -pynuyi 


n 


tl ULLLj'JL 


VJV/WWUlfa 


o-ixi etnyi- o-pyndyi 






ocooi<!+ 


z-etnyi-o-pyncLyi 


n 






4-efcflyi-o-pyiiayi 


o 






o -etnyx-o-pyxiayi 


n 






o-etnyi-3-pyriayl 


\j 


n-butyl 


\J\j\JKJLiih 


2-methoxy-3-pyxidyl 


r\ 
yj 


n-Duxyj. 


V/^VJUxS/t 


4-me thoxy - 3-p yridyl 


KJ 


n-Dutyi 




o-methoxy-3-pyndyl 


\j 


n-butyl 


UOUUx>C 


6-methoxy- S-pyridyl 




H" d uxyi 


nrnni?+ 


2-ethoxy-3-pyxidyl 


o 


u-uuiyi 


VWvJal 


A J*L j-T L J _-L _ _ O - * J — 1 

4-etcoxy-d-pynayl 


\J 


n-outyi 




5-ethoxy-3-pyndyl 


f\ 


n-butyl 




6-etlioxy-3-pyridyl 


o 


Xl-UULyl 


nporom- 


color o- o-pyrzayl 




n-Ducyi 




4- ciuoro- 3-pyndyl 


o 

w 




\JKj\J\Jlli t 


5-cMoro-S-pyridyl 


o 


xx vui*y X 




D-cmoro- o-pyxinyj 


o 

w 


n^Ducyi 




2-fluoro-3-pyridyl 


o 


xx-uuvyi 


on oof.* 


4-fluoro- 3-pyridyl 


o 


n _ ni it*rl 

xx-uucyi 


nnnmrt 


t>-iiuoro- o-pyriayj 


o 


ii-u uty i 


nrnni?* 

Ulw/VyVJJGiX 


o-iJ.uoro- o-pynay 1 


o 


U'UUkVl 




2-diinethylaniino- 3-pyndy 1 


o 


u U U VJf 1 




4- dime thylanuno- 3-pyridyl 


o 


u is Liyy i 




5 -dim ethyl amino -3 -pyri dyl 


o 


n-Tnitvl 


OCOOEt 


o-axnxe wxyianixno- a-pyriCLy i 


o 


n-butvl 


OCOOEt 


&-\x-py i ruiAQjjLyij - o-pynuy i 


o 


n-butvl 


OCOOEt 


u -^x-pyiTOizciixiyi/- f>-pyncLyx 


0 


n-butyl 


OCOOEt 


v- \a\ -p j i xuxxu luyi/ - a -py nay i 


0 


n-butyl 


OCOOEt 


6-Y1 -TivnrnliiliTivl^-S-rtVMjl vl 
w ^jL-^ijr xxvJULuxuy i/ o ^y xxuLy l. 


0 


n-butyl 


OCOOEt 


2 -n itl pti r?in o- tt-r» vri rf vl 


0 


n-butyl 


OCOOEt 


4-Tjit)BTidiii(>«3-'DVTidvl 


0 


n-butyl 


OCOOEt 


5-piperidino-3-pyri.dyl 


0 


n-butyl 


OCOOEt 


6-piperidino- 3-pyridyl 


0 


n-butyl 


OCOOEt 


2-moTpholino-3-pyridyl 


0 


n-butyl 


OCOOEt 


4-morpholino- 3-pyridyl 


! o 


n-butyl 


OCOOEt 


5-morpholino-3-pyridyl 


0 


n-butyl 


OCOOEt 


6-morpholino- 3-pyridyl 


0 


n-butyl 


OCOOEt 


2-bydroxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


4-hydro3cy-3-pyridyi 


0 


n-butyl 


OCOOEt 


5-hydroxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


6-hy droxy- 3-pyridyl 



53 



WO 02/085905 



PCT/JP02/03727 



U 


n-butyl 




2-mercapto-S-pyridyI 


r\ 
U 


n-outyi 


UOUUJit 


4-mercapto-S-pyridyl 


o 


n-butyl 


OCOOEt 


5-mercapto-3-pyridyl 


0 


n-butyl 


OCOOEt 


6-mercapto-3-pyridyl 


0 


n-butyl 


OCOOEt 


2-methylthio-3-pyridyl 


0 


n-butyl 


OCOOEt 


4-methylthio-3-pyridyl 


0 


n-butyl 


OCOOEt 


5-methylthio-3-pyridyl 


0 


n-butyl 


OCOOEt 


e-methylthio-3-pyridyl 


0 


n-butyl 


OCOOEt 


2,6-dunetbyl-3-pyridyl 


0 


n-butyl 


OCOOEt 


6,6-dimethyl-3-pyridyl 


0 


n-butyl 


OCOOEt 


2,6-diethyl-3-pyridyl 


0 


n-butyl 


OCOOEt 


5,6-diethyl-3-pyridyl 


0 


n-butyl 


OCOOEt 


2,6-dimethoxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


5,6-dimethoxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


2,6-diethoxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


6»6-diethoxy-3-pyridyl 


0 


n-butyl 


OCOOEt 


! 2,6-dichloro-3-pyridyl 


o 


n-butyl 


OCOOEt 


5, 6-dichloro-3-pyridyl 


0 


n-butyl 


OCOOEt 


5-cbloroHHne"thoxY-3~pyridyl 


0 


n-butyl 


OCOOEt 


6-chloro-6-ethoxy~3-pyridyl 


0 


n-butyl 


OCOOEt 


2-chloro-6-m ethyl- 3-pyridyl 


0 


n-butyl 


OCOOEt 


6-chloro-2-nietbyl-3-p3^ridyl 


0 


n-butyl 


OCOOEt 


2-methyl-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-ethyl-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-metnoxy-4 -pyridyl 


0 


n-butyl 


OCOOEt . 


2-ethoxy- 4-pyridyl 


0 


n-butyl 


OCOOEt 


2-cMo;«:o-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-dimethylamino-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-piperidino-4-pyridyl 


u 


n-toutyl 


OCOOEt 


2-morpholino-4-pyxidyl 


0 


n-butyl 


OCOOEt 


2-m ethyl thio-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-pyrazinyl 


0 


n-butyl 


OCOOEt 


5-methyl-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


6-cthyl-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


5-methoxy-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


5-chloro-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


6-methyl-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


6 -me thoxy- 2-pyrazinyl 


0 


n-butyl 


OCOOEt 


6-chloro-2-pyrazinyl 



54 



WO 02/085905 



PCT/JP02/03727 



X 


I R l 


R 2 


Y 


0 


n-pentyl 


OH 


2-pyridyl 


0 


n-pentyl 


OH 


3-pyridyl 


0 


n-pentyl 


OH 


4-pyridyl 


0. 


! n-pentyl 


OH 


2-methyl-3-pyridyl 


0 


n-pentyl 


OH 


4-methyl-3-pyxidyl 


0 


n-pentyl 


OH 


5-methyl-3-pyridyl 


0 


n-pentyl 


OH 


6-metnvl-3-Dvridvl 


0 


n-pentyl 


OH 


2-ethyl-3-pyridyl 


1 o 


n-pentyl 


OH 


4- othvl- 3-nvridvl 


0 


n-Dentvl 


OH 


5-ethvl-3-nvrjdvl 


0 


n-pentyl 


OH 


6-Bthvl- 3-ovrid vl 


0 


n-pentyl 


OH 


2~metliQ3rv-3-nvTidvl 


0 


n-pentyl 


OH 


4-methoxy- 3-pyridyl 


o 


n-oentvl 


OH 




0 


n-pentyl 


OH 


6-met3ioxv-3-'DVTidvl • 


o 


n-pentyl 


OH 


2-etlioxv- 3 - r> vri d vl 


0 


n-pentyl 


OH 


4-8 thoxy- 3-pyridyl 


0 


n-pentyl 


OH 


5-e thoxv- 3-T5 vrid vl 


o 


n-pentyl 


OH 


6-fitho3tv-3-TivriHvl J 


0 


n-pentyl 


OH 


2-chloro- S-to vri d vl 


o 


n-oentvl 


OH 


4-cliloi , o-3-"nv N ridv1 


0 


n-pentvl 


OH 


5- chlor o -3-r» vt i dv7 


o 


n-pentyl 


OH 


fi-chdoro- 3-n vwdvl 


0 


n-pentyl 


OH 


2-fliioro»3«-T3VT , id , vl 


0 


n-pentyl 


OH 


4-flu oro - 3 -pyri dy 1 


0 


n-pentyl 


OH 


5-flu.oro- 3-D vridvl 


o 


n-pentyl 


OH 


6-flnoro- 3-pyridyl 


o 


n-pentyl 


OH 


2-dinaethylamino-3-pyridyl 


0 


n-pentyl 


OH 


4-dimethylarnino-3-pyridyl 


o 


n-pentyl 


OH 


5-dimethylamino- 3-pyridyl 


0 


n-pentyl 


OH 


6-dimethylamino- 3-pyxidyl 


0 


n-pentyl 


OH 


2- ( 1-pyrrolidinyl)- 3 -pyridyl 


0 


n-pentyl 


OH 


3-(l-pyrxolidinyl)-3-pyridyl 


0 


n-pentyl 


OH 


6-(l-pyrrolidinyl)-3-pyxidyl 


0 


n-pentyl 


OH 


6-(l-pyxrolidinyl)-3-pyridyl 


0 


n-pentyl 


OH 


2-piperidino-3-pyridyl 


0 


n-pentyl 


OH 


4-piperidino-S-pyridyl 


0 


n-pentyl 


OH 


5-piperidino-3-pyridyl 


0 


n-pentyl 


OH 


6-pip eridino- 3-pyri dyl 


0 


n-pentyl 


OH 


2-morpholino-3-pyridyl 


0 


n-pentyl 


OH 


4-morpholino-3-pyridyl 


0 


n-pentyl 


OH 


5-morpholino-3-pyridyl 


0 


n-pentyl 


OH 


6-moipholino-3-pyridyl 


0 


n-pentyl 


OH 


2-hydroxy- 3-pyridyl 


0 


n-pentyl 


OH 


4-hydroxy- 3-pyridyl ! 


0 


n-pentyl 


OH 


5-hydroxy- 3-pyridyl 


0 


n-pentyl 


OH 


6-hydroxy- S-pyridyl 



55 



WO 02/085905 



PCT/JP02/03727 



o 

V 




OH 


2 -mere ap to- 3 -p yxidyl 


o 






4-mercap to- 3 -p yridyl 


r\ 
\J 


n-pentyi 


KJXX 


5-mercapto-3-pyridyl 


r\ 
\J 


n-pentyl 


un 


6-m ercapto-3-pyridyl 


r\ 
w 


n-pentyl 


UJ1 


z-methylthio-3 -pyridyl 


I n 
U 


n-pentyl 


UJfci 


! 4-methylthio-3-pyndyl 


V 


n-pentyl 


OH 


S-metliylthio-3-pyridyl 


o 


n-pentyl 


OH 


6-methylthio-3-pyridyl 


o 


n-pentyl 


OH 


*2,6-dimethyi-3-pyridyl 


0 


n-pentyl 


OH 


6,6«dimethyl-3-pyridyl 


0 


n-pentyl 


OH 


2,6-diethyl-3-pyridyl 


0 


n-pentyl 


OH 


5,6-diethyl-3-pyridyl 


0 


n-pentyl 


OH 


2, 6- dim ethoxy-3-pyridyl 


o 


n-pentyl 


OH 


6,6-dimethoxy- 3-pyridyl 


0 


n-pentyl 


OH 


2 f 6-diethoxy-3-pyridyl 


0 


n-pentyl 


OH 


5,6-diethoxy-3-pyridyl 


0 


n-pentyl 


OH 


2,6-dicliloro-3-pyridyl 


0 


n-pentyl 


OH 


S^dichloro-S-pyridyl 


o 


n-pentyl 


OH 


5-chloro-6-me thoxy-3-pjrri dyl 


0 


n-pentyl 


OH 


5-chloro-6-ethoxy-3-pyridyl 


0 


n-pentyl 


OH 


2- chloro-6-methyl- 3-pyridyl 


0 


n-pentyl 


OH 


6-chloro-2-metayl-3-pyridyl 


0 


n-pentyl 


OH 


2-methyl-4-pyridyl j 


0 


n-pentyl 


OH 


2-ethyl-4-pyridyl 


0 


n-pentyl 


OH 


2-methoxy-4-pyridyl 


0 


n-pentyl 


OH 


2-ethoxy-4-pyridyl 


0 


n-pentyl 


OH 


2-chloro-4-pyridyl 


0 


n-pentyl 


OH 


2-dime1^ylamino-4-pyridyl 


0 


n-pentyl 


OH 


2-(l-pyrrolidinyl)-4-pyridyl 


u 


n-pentyl 


OH 


2-piperidino-4-pyridyl 


V 


n-pentyl 


OH 


2-morpholino-4-pyridyl 


o 


lip XSXX bjr X 


yjxi 


^-metnyitnio-4-pynayl 


0 


n-pentyl 


OH 


2-pyrazinyl 


0 


n-pentyl 


OH 


5-methyl- 2-pyrazinyl 


0 


n-pentyl 


OH 


5-etliyl-2-pyrazinyl 


o 


n-pentyl 


OH 


5-methoxy-2-pyrazinyl 


0 


n-pentyl 


OH 


5-ethoxy-2-pyrazinyl 


0 


n-pentyl 


OH 


5-chloro-2-pyrazinyl 


0 


n-pentyl 


OH 


6-methy 1- 2 -pyr azinyl 


0 


n-pentyl 


OH 


6-methoxy-2-pyrazinyl 


0 


n-pentyl 


OH 


6-chloro-2-pyr azinyl 



56 



WO 02/085905 



PCT/JP02/03727 



X 


K l 


R 2 


Y 


0 


n-pentyl 


OCOOMe 


2-pyridyl 


0 


n-pentyl 


OCOOMe 


3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-pyridyl 


0 


n-pentyl 


OCOOMe 


2-methyl- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-methyl-8-pyridyl 


0 


n-pentyl 


OCOOMe 


5-methyl-S-pyridyl 


0 


n-pentyl 


OCOOMe 


6-methyl-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-ethyl- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-ethyl-3-pyridyl 


0 


n-pentyl 


OCOOMe 


5 -ethyl- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-ethyl-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2-methoxy-S-pyridyl 


0 


n-pentyl 


OCOOMe 


4-methoxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


5-methoxy-3-pyridyl 


o 


n-pentyl 


OCOOMe 


6-methoxy-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2-ethoxy-3-pyridyl 


o 


n-pentyl 


OCOOMe 


4-ethoxy-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5-ethoxy-3-pyridyl 


o 


n-pentyl 


OCOOMe 


6-ethoxy-S-pyridyl 


o 


n-pentyl 


OCOOMe 


2-chlor o- 3-pyridyl 


o 


n-pentyl 


OCOOMe 


4-chIoro-3-pyridyI 


o 


n-pentyl 


OCOOMe 


5-chloro-3-pyridyl 


o 


n-pentyl 


OCOOMe 


6-cMoro-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2-£haoro-3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-fluoro-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5-fluoro-8-pyridyl 


o 


n-pentyl 


OCOOMe 


6-fIiioro-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2-dimethylamino- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-dimethylamino-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5-dtoethylamino- 3-pyridyl 


o 


n-pentyl 


OCOOMe 


6-dimethylaioino- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyridyl 


0 


n-pentyl 


OCOOMe 


3-(l-pyrrolidinyl)-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-(l-pyrrolidinyl)-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-(l -py rrolidinyl)- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-piperidino- 3-pyridyl x 


0 


n-pentyl 


OCOOMe 


4-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


5-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-naorpholino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-hydroxy- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-hy dxoxy- 3 -pyr i dy 1 


0 


n-pentyl 


OCOOMe 


5-hydroxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-hydroxy-3-pyridyl 



57 



WO 02/085905 



PCT/JP02/03727 



0 


n-pentyl 


OCOOMe 




o 


Ti-T3PTVfcvl 


OCOOMe 




o 


n-nentvl 


OCOOMe 




o 


Ti-tiwitvl 


OCOOMe 


d -uiercapxu- o-pyxxuyi 


o 






A-iQcLXiyiLxiiu- o -pyriay 


o 






4-me tny i cmo- o -pyn ayi 


o 






o-me xnyitnio- o -pyn ay 1 


a 
\j 


11-peiibyl 


UOUUMe 


b-metnyltnio-3-pyriayl 


\j 


n-pentyl 




2, 6-dim ethyl- 3-pynayl 


CI 

u 


n-pentyl 


UtUOMe 


IT n J • il 1 o • J 1 

5,6-dimethyl- 3-pyridyl 


u 


n-pentyl 


OCOOMe 


2 a 6-diethyl-3-pyndyl 


U 


n-pentyl 


OCOOMe 


5, 6-daethyl-3-pyndyl 


u 


n-peatyl 


OCOOMe 


2,6- dime thoxy- S-pyxiayl 


U 


n-pentyl 


OCOOMe 


5,6-dimetlioxy-3-pyridyl 


U 


n-pentyl 


OCOOMe 


2, 6'diethoxy- 3-pyridyl 


U 


n-pentyl 


OCOOMe 


5, 6-dietnoxy-3-pyndyl 


U 


n-pentyl 


OCOOMe 


2,6-diciiloro-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5,6-dichloro-S-pyridyl 


U 


n-pentyl 


OCOOMe 


5-chloro-6-methoxy^3-pyridyl 


U 


n-pentyl 


OCOOMe 


6-chloro-6-ethoxy-3-pyxidyl 


u 


n-pentyl 


OCOOMe 


2-chloro-6-methyl-3-pyridyl 


u 


n-pentyl 


OCOOMe 


6-chloro-2-methyl-3-pyxidyl 


u 


n-pentyl 


OCOOMe 


2-methyl-4-pyridyl 


u 


n-pentyl 


OCOOMe 


2-ethyl-4-pyridyl 


u 


n-pentyl 


OCOOMe 


2-methoxy-4-pyridyl 


U 


n-pentyl 


OCOOMe 


2-ethoxy-4-pyridyl 




n-pentyl 


OCOOMe 


2-chloro-4-pyTidyl 


n 


n-pentyl 


UOUUMe 


2 - dimethylamino- 4-pyridyl 


n 


n-pentyl 


UOUUMe 


2-(l-pyrrolidinyl)- 4-pyndyl 




n-pentyl 


UOUUMe 


2~piperidino-4-pyxidyl 


n 


• n-pentyl 


UUUUMe 


2 -m orp holino-4-pyridy 1 


n 

w 


n-penxyx 


UOUUMe 


2-metnyItluo-4-pyridyl 


0 


n-pentyl 


OCOOMe 


~* Sf J * ** "'1 ■ y J- 


O 


n-pentyl 


OCOOMe 


5-methyl-2-pyrazinyl 


O 


n-pentyl 


OCOOMe 


6-ethyl-2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


5-metlxoxy-2-pyrazinyl 


o 


n-pentyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


o 


n-pentyl 


OCOOMe 


6-chloro-2-pyra2inyl 


o 


n-pentyl 


OCOOMe 


6-methyl-2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


6-me thoxy- 2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


6-chloro-2-pyrazinyl 



58 



WO 02/085905 



PCT/JP02/03727 





R 1 




v 


o 


**-^J C n « jr * 


VvWCl If 


O i II 'Till 

z-pyxidyi 


n 
kj 


n-peniyi 




o-pyrxdyl 


SJ 


n-pentyl 


UuU UUit 


4-pyridyl 


\J 


n-pentyl 


nors at?*. 


2-methyl- 3-pyridyl 


U 


n-pentyl 


UCUUftt 


4-methyl-S-pyridyl 


V 


n-pentyl 


OCOOEt 


5-me thyl-3-pyridyl 


V 


n-pentyl 


OCOOEt 


6-methyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2-ethyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


4-ethyl-3-pyridyl 


O 


n-pentyl 


OCOOEt 


6-etnyl- 3 -pyridyl 


o 


n-pentyl 


OCOOEt 


6-ethyl- 3 -pyridyl 


0 


n-pentyl 


OCOOEt 


2~methoxy-3-pyridy] 


o 


n-pentyl 


OCOOEt 


4-xnethoxy-8-pyridyl 


0 


n-pentyl 


OCOOEt 


5-methoxy-3 -pyridyl 


0 


n-pentyl 


OCOOEt 


6-methoxy-3-pyridyl 


o 


n-pentyl 


OCOOEt 


2-ethoxy- 3-pyridyl 


o 


n-pentyl 


OCOOEt 


4-ethoxy- 3-pyridyl 


o 


n-pentyl 


OCOOEt 


5 -ethoxy-3-pyridyl 


o 


n-pentyl 


OCOOEt 


6-ethoxy-3-pyridyl 


o 


n-pentyl 


OCOOEt 


2-cMoro-3-pyridyl 


o 


n-pentyl 


OCOOEt 


4-chloro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


5-cnloro-3-pyridyl 


o 


n-pentyl 


OCOOEt 


6-ckloro- 3-pyridyl 


o 


n-pentyl 


I OCOOEt 


2-fluoro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


4-fluoro-3-pyridyl 


o 


n-pentyl 


OCOOEt 


5-fluoro- 3-pyridyl 


o 


n-pentyl 


OCOOEt 


6-fluoro-3-pyridyl 


o 


n-pentyl 


OCOOEt 


2- dime thylamino -3 -pyri dyl 


u 


n-pentyl 


OCOOEt 


4-dimethylaniino-3-pyridyl 


u 


n-pentyl 


OCOOEt 


5-dimefoylaniino-3-pyxidyl 


V 


n-pentyl 


OCOOM 


6-dimethylamiao-3-pyridyl 




n-pentyl 


OCOOEt 


2- (1 -pyrrolidinyl) -3-pyndyl 


\j 


n-pentyl 


OCOOEt 


3-(l-pyrrohdinyl)-3-pyridyl 


yj 


n-pentyl 


OCOOEt 


6-(l-pyrruhdinyl)-3-pyridyl 


\j 


n-pentyl 


UCvJUJcit 


6- (l-pyrrolidinyl)-8-pyndyl 


r\ 

w 


n-pentyl 


UCUUiLt 


2-pip eridino-3-pyridyl 


n 

w 


n-pemyi 




4-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOEt 


5-pin eridino- S -u vrid vl 


0 


n-pentyl 


OCOOEt 


6-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOEt 


4-morpholino-3-pyridyl 


o 


n-pentyl 


OCOOEt 


5-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-morp holino-3 -pyridyl 


o 


n-pentyl 


OCOOEt 


2-hydroxy-3-pyridyl 


0 


n-pentyl 


ocoorct 


4-hydroxy-3-pyridyl 


. 0 


n-pentyl 


OCOOEt 


5-nydroxy-3-pyridyl 


0 


n-pentyl | OCOOEt 


6-hy droxy * 3-pyridyl 



59 



WO 02/085905 



PCT/JP02/03727 



o 


n-Tjentvl 


OCOOEt 


A'luciba p iio-o-pyxmyx 


o 


n-T)eiifcvl 


OCOOEt 


4*M1 «TY*n r»+n_ 1-t> 
<z-JXlcu uap L t/- O "P y xl U- jM 


o 


Jury* o xx i> jr J 


OCOOEt 


6-mercapto-3-pyndyl 


o 


Xl-pexltyjl 




6-mexcap to- 3-pyxidyl 


o 




ononis* 


z -B3 etny i tnio-o -pyn ay l 


n 


n-penuyi 




4-xnetnyitnio-o -pynayl 


n 


n-pentyi 


UvUUJSit 


o*me tnyl tni o - 3 -pyn ay 1 


\j 


n-pentyl 




6-methylthio-3-pyridyl 


u 


n-pentyl 


UOUUiSt 


2 ,6- dimethyl- 3-pyridyl 


U 


n-pentyl 


OCOOEt 


5,6-dimetlvyl-3-pyridyl 


r\ 

o 


n-pentyl 


OCOOEt 


2,6-diethyl-S-pyridyl 


U 


n-pentyl 


OCOOEt 


6,6-diethyl-8-pyridyl j 


0 


n-pentyl 


OCOOEt 


2, 6-dime thoxy- 3 -pyxidyl 


0 


n-pentyl 


OCOOEt 


5,6-dimethoxy-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2,6-diethoxy-8-pyridyl 


0 


n-pentyl 


OCOOEt 


6,6- diethoxy- 3-pyridyl 


0 


n-pentyl 


OCOOEt 


2,6-dichloro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


5,6-dichloro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


5-chloro-6-n8thoxy-3-pyridyl 


0 


n-pentyl 


OCOOEt 


5-chloro-6-ethoxy-3-pyridyl 


0 


n-pentyl 


OCOOEt 


^chloro-6-methyl- 3 -pyridyl 


0 


n-pentyl 


OCOOEt 


6-cMaro-2-inethyl-3-pyridyl 


o 


n-pentyl 


OCOOEt 


2-methyl-4-pyridyl 


o 


n-pentyl 


OCOOEt 


2-e thyl-4-pyridyl 


o 


n-pentyl 


OCOOEt 


2-methoxy-4-pyridyl 


u 


n-pentyl 


OCOOEt 


2-ethoxy-4-pyridyl 


o 


n-pentyl 


OCOOEt 


2-chloro-4-pyridyl 


o 


n-pentyl 


OCOOEt 


2-dimethylamino-4-pyridyl 


r\ 
K) 


n-pentyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyridyl 


r\ 

o 


n-pentyl 


OCOOEt 


2-piperidino-4-pyridyl 


u 


n-pentyl 


OCOOEt • 


2-morpholino-4-pyiidyl 


o 


n-Dsntvl 


OCOOEf 


<&-jiieuay4uiio-4-pyricLyi 


0 


n-pentyl 


OCOOEt 


2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


5-methyl-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


5-ethyl- 2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


5-methoxy-2-pyraainyl 


0 


n-pentyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


O 


n-pentyl 


OCOOEt 


5-chloro-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


6-methyl-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


6-chloro- 2-pyrazinyl 



60 



WO 02/085905 



PCT/JP02/03727 



X 


J*l 




Y 


s 


propyl 


OH 


2-pyridyl 


s 


propyl 


OH 


3-pyridyl 


s 


propyl 


OH 


4-pym"dyl 


s 


propyl 


OH 


2-methyl-S-pyridyI 


i s 


propyl 


OH 


4-melhyl-3-pyridyl 


s 


propyl 


OH 


5-m ethyl- 3-pyridyl 


s 


propyl 


OH 


6-methyl-3-pyridyl 


s 


propyl 


OH 


2-ethyl-3-pyridyl 


s 


propyl 


OH 


4-efcbyl-3-pyridyl 


s 


propyl 


OH 


5-etQiyl-3-pyridyl 


s 


propyl 


OH 


6-etfiyl-3-pyridyl 


s 


propyl 


OH 


2-metlioxy- 3-pyridyl 


s 


propyl 


OH 


4-mBtlioxy-3-pyridyl 


s 


propyl 


OH 


5-m ethoxy-3-pyridyl 


s 


propyl 


OH 


6-mBt]ioxy-3-pyridyl 


s 


propyl 


OH 


2-ethoxy-3-pyridyl 


s 


propyl 


OH 


4-ethoxy-3-pyridyl 


s 


propyl 


OH 


6-etkoxy-S-pyridyl 


s 


propyl 


I OH 


6-ethoxy-S-pyridyl 


s 


propyl 


OH 


2-chloro-3-pyridyl 


s 


propyl. 


OH 


4-chloro-3-pyridyl 


s 


propyl 


! OH 


5-cliloro- 3-pyridyl 


s 


propyl 


OH 


6-chloro- 3-pyridyl 


s 


propyl 


OH 


2-fluoro- 3-pyridyl 


s 


propyl 


OH 


4-fluoro-3-pyridyl 


s 


propyl 


OH 


5-fluoro-3-pyridyl 


s 


propyl 


OH 


6-fluoro-3-pyridyl 


s 


propyl 


OH 


2-dimetliylamino-3-pyridyl 


s 


propyl 


OH 


4-d3methylaniino-3-pyridyl 


s 


propyl 


OH 


6-dimethylamiiio-3-pyridyl 


s 


propyl 


OH 


6-diinethylamino-3-pyridyl 


s 


propyl 


OH 


2-(l-pyrrolidinyl)-3 -pyridyl 


s 


propyl 


OH 


8-(l-pyrrolidinyl)-3-pyridyl 


s 


propyl 


OH 


5-(l-pyrrolidinyl)-3-pyridyl 


s 


propyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


propyl 


OH 


2-piperidino-3-pyridyl 


s 


propyl 


OH 


4-piperidino-8-pyridyl 


c 
o 


propyl 


Uri 


5-piperidiao-3 -pyridyl 


s 


propyl 


OH 


6-piperidino-8-pyridyl 


s 


propyl 


OH 


2-morpholino-3-pyridyl 


s 


propyl 


OH 


4-morpholino- 3-pyridyl 


s 


propyl 


on 


5-morpholino- 3-pyridyl 


s 


propyl 


OH 


6-morpholrao- 3-pyridyl 


s 


propyl 


OH 


2-hydroxy- 3-pyridyl 


s 


propyl 


OH 


4-hydroxy-3-pyridyl 


s 


propyl 


OH 


5-hydroxy-3-pyridyl 


s 


propyl 


OH 


6-Lydroxy-3-pyridyl 



61 



WO 02/085905 



PCT/JP02/03727 



s 




OH 


Xf JJX&X K^CXyJ \AJ"\J m Jjy JL l*-i.J X 


s 




OH 


^•^JUUlw* IA/^0"py Ilvlji 


s 


propyl 


OH 


fi- Tri pi* con 4w» Q_ n trvn /? trl 
v~iixCi L,ay LLr* O yj xx \xjx 


s 


propyl 


OH 


o**xner cap to* o^pynoiyi 


g 


yxvyyi 


OH 


^"inouxyiiiiuo^O'pyTTQyi 




propyl 




^metuyiwiao-0-pyrio.yi 


c 
o 


propyl 


ClTT 
KJxx 


o-me uoy iwuo-o-pjnri ciyi 


Q 

o 


propyl 


vJxl 


o-me toyitnio-o -pyrxay 1 


ft 
a 


propyl 


wxl 


z,o-aimetnyi-3-pyridy] 


Q 

o 


propyl 


Uri 


5,6-dimetnyl-3-pyridyl 




propyl 


OH 


2 J 6-dietliyl-3-pyridyl 


s 


propyl 


riTT 

OH 


6,6-a^thyl-S-pyttdyl 


s 


propyl 


OH 


2,6-dimethoxy-3-pyridyl 


PI 

s 


propyl 


OH 


6,6-dimethoxy-3-pyridyl 


s 


propyl 


OH 


2, 6^die thoxy- 3-pyxidyl 


s 


propyl 


OH 


5, 6-die thoxy-3-pyridyl 


s 


propyl 


OH 


2,6-dichloro-3-pyridyl 


s 


propyl 


OH 


1 5, 6-dichIoro-S-pyridyl 


s 


propyl 


OH 


5-chloro-6-met hoxy-3-pyr i dy 1 


CI 

s 


propyl . 


f /STY 

OH 


5-chloro-6-etLoxy-3-pyridyl 


s 


propyl 


OH 


2-chloro-G-methyl- 3-pyridyl 


CI 

s 


propyl 


OH 


6-cldoro-2-methyl-3-pyxidyl 


o 

o 


propyl 


OH 


2-methyl-4-pyridyl 


CJ 

S 


propyl 


OH 


2-ethyl-4-pyridyl 


s 


propyl 


OH 


2-methoxy-4-pyridyl 


S 


propyl 


OH 


2-ethoxy-4-pyridyl 


c 
b 


propyl 


OH 


2-chloro~4-pyridyl 


Q 


propyl 


OH 


2-dimethylamiiio-4-pyridyl 


b 


propyl 


OH 


2-(l-pyrrolidinyl)-4-pyridyl 


b 


propyl 


Uri 


2-pip eridiiio-4-pyridyl 


Q 


propyl 


ATT 

Uri 


2-morpholino-4-pyxidyl 


s 




OH 


^'ullc lxijx itijjLo ■ yn uy i 


s 


propyl 


OH 


2-pyrazinyl 


S 


propyl 


OH 


5-methyl-2-pyrazinyl 


S 


propyl 


OH 


6-ethyl-2-pyrazinyl 


S 


propyl 


OH 


6-methoxy-2-pyrazinyl 


s 


propyl 


OH 


5~ethoxy-2-pyrazinyl 


s 


propyl 


OH 


6-chloro-2-pyrazinyl 


s 


propyl 


. OH 


6-methyl-2-pyrazinyl 


s 


propyl 


OH 


6-methoxy-2-pyraziByl 


s 


propyl 


OH 


6-chloro-2-pyrazinyl 



62 



WO 02/085905 



PCT/JP02/03727 



• X 


*1 




Y 


s 


propyl 


OCOOMe 


2-pyridyl 


s 


. propyl 


OCOOMe 


3-pyridyl 


s 


propyl 


OCOOMe 


4-pyridyl 


s 


propyl 


OCOOMe 


2-methyl- 3 -pyridyl 


s 


propyl 


OCOOMe 


4-methyl- 3-pyridyl 


s 


propyl 


OCOOMe 


6-methyl- 3-o vridvl 


s 


propyl 


OCOOMe 


A-rn ethvl-8 -n vrid vl 


s 


propyl 


OCOOMe 


2-ethvl-S-Dvridvl 


s 


propvl 

F* VPs* 


OCOOMe 


4-eth vl - S-rurr i vl 


s 


propyl 


OCOOMe 




s 




OCOOMe 


fi- pfVivl- Q.r»uri rl vl 


s 




OCOOMe 


M M iiic unojcy- o-pyiT'iy a 


s 




OCOOMe 


nits wiuJLy-o-pyjTAu.y.1 








tj-me moxy - o-pyn ayi 


s 


TiTrmvl . 


OCOOMe 


v-uxtsuAuxy- o-pyrxciyi 


s 


"Droovl 


OCOOMe 


"tli rorv- 3 -Yi \nri /I vl 


s 


propyl 


OCOOMe 


4-ptVimrv- 3-Ti vri vl 


s 




OCOOMe 


K«-ptTlrtiri7. Jl«*iir»n#?iT-l 
u-c uxxvaj ~o~yy xxuy i 


s 




OCOOMe 


R- P hrt YV_ 3 •nvri *4 vl 


i s 


propyl 


OCOOMe 


S-chliYWi-S-Timri rlvl 


s 




OCOOMe 


*t-LUiuro - o-pynciyx 


s 


PTODvl 

Jr*"*'J r ■• 


OCOOMe 


fi t\T ft m mT\ VT«4 A Vl 


s 


propyl 


OCOOMe 


fi»pnlr>Tft»?l-TvvT*i rl vl 

U 14UUI U"u yYlJUVl 


s 


propyl 


OCOOMe 


2-fl liorfi-5* , n\rr i xrl 


s 


propyl 


OCOOMe 


4-fluoTO» 3-nvri 


s 


propyl 


OCOOMe 


R»fliiOTn»3»Tivvi i?vl 


s 


propyl 


OCOOMe 


6-fluoro« 3-n vri i? vl 
v uhwv |j,y x jl uj i. 


s 


propyl 


OCOOMe 


2-dittvft"tK'vlfl'jTi ITtO-S-T>VT*n rl vl 


s 


propyl 


OCOOMe 


4-diine'tlivl£LmiiiQ-S-.Tivindvl 


s 


propyl 


OCOOMe 


6-dimetlivla3nino»3 »*d vrid vl 


s 


propyl 


OCOOMe 


6-dime thy I amirio - 3-p yridyl 


s 


propyl 


OCOOMe 


2- (1 -py rrolidiny 1) -3-pyridyl 


s 


propyl 


OCOOMe 


3-(l -pyrrolidinyl)- 3-pyridyl 


s 


propyl 


OCOOMe 


6-(l-pyrrolidiDLyl)-3-pyridyl 


6 


propyl 


OCOOMe 


6-(l »pyrrolidinyl)-3-pyridyl 


s 


propyl 


OCOOMe 


2-piperidino- 3-pyridyl 


s 


propyl 


OCOOMe 


4-pip eridino -3-pyridyl 


s 


propyl 


OCOOMe 


5-piperidino-3-pyridyl 


s 


propyl 


OCOOMe s 


6-piperidino-3-pyridyl 


s 


propyl 


OCOOMe 


2- morpliolino- 3-pyridyl 


s 


propyl 


OCOOMe 


4-moxphclino- 3-pyxidyl 


s 


propyl 


OCOOMe 


5-morpliolino-3-pyridyl 


s 


propyl 


OCOOMe 


6-morpholino-3-pyridyl 


s 


propyl 


OCOOMe 


2- hydroxy- 3 -pyridyl 


s 


propyl 


OCOOMe 


4-hydroxy-3 -pyridyl 


s 


propyl 


OCOOMe 


5-hydroxy-3-pyridyl 


s 


propyl 


OCOOMe 


6-hydroxy-3-pyridyl 



63 



WO 02/085905 



PCT/JP02/03727 



Q 


propyl 


\J\j\J\JiyxB 


2-mercapto-3-pyridyl 


Q 

o 


propyl 




4-mercapto-S-pyridyl 


b 


propyl 


UuOUMe 


5-mercap to- 3-pyridyl 


8 


propyl 


OOOOMe 


6-mercapto«3-pyridyl 


5 


propyl 


OCOOMe 


2-methyltbio-8-pyrxdyl 


S 


propyl 


OCOOMe 


4-methylthio-3-pyridyl 


s 


propyl 


OCOOMe 


6-methylthio-3-pyridyl 


s 


propyl 


OCOOMe 


6-methylthio-3-pyridyl 


s 


propyl 


OCOOMe 


2,6-dimethyl-3-pyridyl 


s 


propyl 


OCOOMe 


5,6-dimethyl-3-pyridyl 


s 


propyl 


OCOOMe 


2,6-diethyl-3-pyridyl 


s 


propyl 


OCOOMe 


5,6-diethyl-3-pyridyl 


s 


propyl 


OCOOMe 


2, 6-dimethoxy-3-pyridyl 


s 


propyl 


OCOOMe 


5,6-dimethoxy-S-pyridyl 


s 


propyl 


OCOOMe 


2,6-diethoxy-3-pyridyl 


s 


propyl 


OCOOMe 


6,6-diethoxy-3-pyridyl 


s 


propyl 


OCOOMe 


2,6*-dichloro-3-pyridyl 


s 


propyl 


OCOOMe 


5,6-dichloro-3-pyridyl 


s 


propyl 


OCOOMe 


5-chloro-6-methoxy-3-pyr idyl 


s 


propyl 


OCOOMe 


5-chloro-6-ethQxy-8-pyridyl 


s 


propyl 


OCOOMe 


2-cMoro-6-metiryl-3-pyridyl 


s 


propyl 


OCOOMe 


6-cHoro-2-methyl-3-pyridyl 


s 


propyl 


OCOOMe 


2-methyl-4-pyridyl 


s 


propyl 


OCOOMe 


2-ethyl-4-pyridyl 


s 


propyl 


OCOOMe 


2-methoxy-4-pyridyl 


s 


propyl 


OCOOMe 


2-ethoxy-4-pyridyl 


s 


propyl 


OCOOMe 


2-cbJloro-4-pyridyl 


s 


propyl 


OCOOMe 


2-dimethylamino-4-pyridyl 


, s 


propyl 


OCOOMe 


2- (l-pyrrolidinyl)-4-pyridyl 


s 


propyl 


OCOOMe 


2-piperidino-4-pyridyl 


s 


propyl 


OCOOMe 


2-morpliolino-4-pyridyl 


s 


propyl 


OCOOMe 


2-metliyltliio-4-pyridyl 


o 


propyl 


\JVyUL/Me 


2-pyr azinyl 


s 


propyl 


OCOOMe 


5-methyl-2-pyrazinyl 


s 


propyl 


OCOOMe 


5-eth"yl-2-pyr azinyl 


s 


propyl 


QCOOMe 


5-me thoxy-2-pyr azinyl 


s 


propyl 


OCOOMe 


6-ethoxy-2-pyrazinyl 


s 


propyl 


OCOOMe 


5 - chloro- 2-pyr azinyl 


s 


propyl 


OCOOMe 


6-m e thyl-2-pyrazinyl 


s 


propyl 


OCOOMe 


6-methoxy-2-pyr azinyl 


s 


propyl 


OCOOMe 


6-chloro-2-pyr azinyl 



64 



WO 02/085905 



PCT/JP02/03727 



X 


Ri 


R* 


Y 


s 


propyl 


OCOOEt 


2-pyridyl 


s 


propyl 


OCOOEt 


3-pyridyl 


s 


propyl 


OCOOEt 


4-pyridyl 


s 


propyl 


OCOOEt 


2-methyl- 3-pyridyl 


s 


propyl 


OCOOEt 


4-inetliyl- 3-pyridyl 


s 


propyl 


OCOOEt 


6-m.eth.vl-3-Dvridvl 


s 


proovl 


OCOOEt 


6-m a v7-S-n vri d vl 


s 


piOpyi 


OCOOEt 


buyi"o a pyriu.yi 


g 


propyl 


OCOOEt 


*-b xnyi- o-pyxiayi 


s 


propyl 


OCOOEt 


o -e inyi- o-pyriayi 


c 
a 


propyl 


nc.nnv.-t 


o-e&nyi-o-pyriayi 


a 
o 


propyj 




2-xnefchoxy- 3-pyridyl 


g 


propyl 




^ine ijioxy-o-pyriuyi 


c 

o 


propyl 


V V/ w W J2i It 


• 5-m6tlioxy-3-pyridyl 


c 
o 


propyl 




6-metlioxy-3-pyridyl 


g 


propyl 


V-> N-/ «^Xj m 


a-c tnoxy- o-pynayi 


s 


propyl 


OnOOTCt 

\S\J\J\Jjjt l» 


■4- e tnoxy- o-py noy i 


! s 


propyl 


ononis* 


□•ebnoxy-«J-pyriayi 


3 


propyl 


OOOOE* 


o- e unoxy - o-pynuy i 


g 


propyl 




2- crjloro**3-pyridy 1 


s 


propyl 




4- chloro-3-pyridy 1 


s 


propyl 


ooooe* 


p-duoro-o-pyxiayi 


s 


DroDvl 
r lu rJ r * 


OCOOEt 




s 


propyl 


OCOOEt 


«-iiuoro-o "pyriQ.yi 


s 


propyl 


OCOOEt 


tt-uuoro" o -pyxiuyi, 


s 


JJfUpjTJ. 


OCOOEt 


u**ii uuru - a "pyri ay l 


s 


propyl 


OCOOEt 


o~iiuoro- o-pyxia.yi 


s 




OCOOEt 


Ai mine uiiy iaiiiiiiv "O pyrioyi 


s 




OCOOEt 


4 » f? 1 711 P+.Trvl Sk tt\ S Tt rt - .mrri A ir 1 
" ia xxu. c uij 1 " 1 1 1 ' ■ n «" 0 py nuy l 


s 


oroovl 


OCOOEt ; 


S- dim etli a nn i n n- 3 -r* vri A vl 


s 


propyl 


OCOOEt 


6-dimethvlflmiiio- S-nvridvl 


• s 


propyl 


OCOOEt 


2- Q -pvrroHdirivlV 3-Dvrid vl 


s 


propyl 


OCOOEt 


3- ( 1-pyrr olidinyl)- 3-pyridyl 


s 


propyl 


OCOOEt 


5-(l-pyrrolidinyl)-3 -pjTridyl 


s 


propyl 


OCOOEt 


6-(l-pyrrolidiriyl)-3 -pyridy 1 


s 


propyl 


OCOOEt 


2-piperidino- 3-p3nridy 1 


s 


propyl 


OCOOEt 


4-piperidino-3-pyridyl 


s 


propyl 


OCOOEt 


5-piperidino-3-pyridyl 


s 


propyl 


OCOOEt 


6-piperidino-3-pyridyl 


s 


propyl 


OCOOEt 


2 -in orpholino- 3-pyridyl 


s 


propyl 


OCOOEt 


4-m orpholin o- 3 -pyridy 1 


s 


propyl 


OCOOEt 


5-morpholiBO-3-pyridyl 


s 


propyl 


OCOOEt 


6-morpholino- 3-pyridyl 


s 


propyl 


OCOOEt 


2-hydroxy-3-pyridyl 


s 


propyl 


OCOOEt 


4-hydxoxy-S-pyridyl 


s 


propyl 


OCOOEt 


6-hydroxy-3-pyridyl 


s 


propyl 


OCOOEt 


6-hydxoxy-3-pyridyl 



65 



WO 02/085905 



PCT/JP02/03727 



Of 

o 


propyl 




2-mercapto-3-pyridyI 


o 


propyl 




4-mercapto-3-pyndyl 


o 
b 


propyl 


OOOOEt 


I 5-mercapto-3-pyridyl 


S 


propyl 


OCOOEt 


6-mercap to-3-pyridyl 


s 


propyl 


OCOOEt 


2-methylthio-3 -pyridyl 


s 


propyl 


OCOOEt 


4~methylthio-3-pyridyl 


s 


propyl 


OCOOEt 


5-methylthio-3-pyridyl 


8 


propyl 


OCOOEt 


6-methylthio-3-pyxidyl 


s 


propyl 


OCOOEt 


2,6-dimethyl-3-pyridyl 


s 


propyl 


OCOOEt 


5,6-dimethyl-3-pyridyl 


s 


propyl 


OCOOEt 


2,6-diethyl-S-pyridyl 


s 


propyl 


OCOOEt 


5, 6-diethyl-3Tpyridyl 


s 


propyl 


OCOOEt 


2,6^imethoxy-3-pyridyl 


s 


propyl 


OCOOEt 


6,6-dimethoxy-3-pyridyl 


s 


propyl 


OCOOEt 


2,6-diethoxy~3-pyxidyl 


s 


propyl 


OCOOEt 


6,6-diethoxy-3-pyridyl 


s 


propyl 


OCOOEt 


2, 6-dichloro-3-pyridyl 


s 


propyl 


OCOOEt 


5, 6-dicMoro-3-pyridyl 


s 


propyl 


OCOOEt 


5-chloro-6-methoxy-3-pyridyl 


.8 


propyl 


OCOOEt 


5-chloro-6-ethoxy-3-pyridyl 


s 


propyl 


OCOOEt 


2-chloro-6-methyl-3-pyridyl 


s 


propyl 


OCOOEt 


6-chloro-2-methyl- 3-pyridyI 


s 


propyl 


OCOOEt 


2-methyl-4-pyridyl 


s 


propyl 


OCOOEt 


2-ethyl-4-pyridyl 


s 


propyl 


OCOOEt 


2-methoxy-4-pyridyl 


s 


propyl 


OCOOEt 


2-ethoxy-4-pyridyl 


s 


propyl 


OCOOEt 


2-chioTo-4-pyridyl 


s 


propyl 


OCOOEt 


2-dimethylamino-4-pyridyl 


s 


propyl 


OCOOEt 


2-(l-pyrroKdiiryl)-4-pyridyl 


s 


propyl 


OCOOEt 


2-piperidino-4-pyridyl 


s 


propyl 


OCOOEt 


2-morpholino-4-pyridyl 


s 


propyl 


OCOOEt 


2-methylthio-4-pyxidyl 


b 


propyl 


OCOOEt 


2-pyr azinyl 


s 


propyl 


OCOOEt 


5-methyl-2-pyr azinyl 


s 


propyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


s 


propyl 


OCOOEt 


5-methoxy-2-pyrazinyl 


s 


propyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


s 


propyl 


OCOOEt 


5- chloro - 2-pyr azinyl 


s 


propyl 


OCOOEt 


6-methyl-2-pyrazinyl 


s 


propyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


s 


propyl 


OCOOEt 


6-chIoro-2-pyr azinyl 



66 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 8 


Y 


s 


n-butyl 


OH 


2-pyridyl 


s 


n-butyl 


OH 


S-pyridyl 


s 


n-butyl 


OH 


4-pyridyl 


s 


n-butyl 


OH 


2-methyl-3-pyridyl 


s 


n-butyl 


OH 


4-methyl-3-pyridyl 


s 


n-butyl 


OH 


5-me thy 1- 3-pyridyl 


s 


n-butyl 


OH 


6-methyl- S-pyridyl 


s 


n-butyl 


OH 


2-ethyl-3-pyridyl 


s 


n-butyl 


OH 


4-ethyl-3-pyridyl 


s 


n-butyl 


OH 


5-ethyl- 3-pyridyl 


s 


n-butyl 


OH 


6-ethyl- 3-pyridyl 


s 


n-butyl 


OH 


2-methoxy-3-pyridyl 


s 


n-butyl 


OH 


4-methoxy- 3-pyridyl 


s 


n-butyl 


OH • 


5-me thoxy- 3-pyridyl 


s 


n-butyl 


OH 


6-me thoxy- 3 -pyridyl 


s 


n-butyl 


OH 


2- ethoxy- S-pyridyl 


s 


n-butyl 


OH 


4-ethoxy-3-pyridyl 


s 


n-butyl 


OH 


5-ethoxy-3-pyridyl 


1 s 


n-butyl 


OH 


6-etnoxy-3-pyridyl 


s 


n-butyl 


OH 


2-cbloro-3-pyridyl 


s 


n-butyl 


OH 


4-cMoro-S-pyridyl 


s 


n-butyl 


OH 


5-chloro- 3-pyridyl 


s 


n-butyl 


OH 


6-chloro-8-pyridyl 


s 


n-butyl 


OH 


2-fluoro-3-pyridyl 


s 


n-butyl 


OH 


4-fluoro-3-pyridyl 


s 


n-butyl 


OH 


5-fluoro- 3-pyridyl 


s 


n-butyl 


OH 


6-fluoro- 3-pyridyl 


s 


n-butyl 


OH 


2-dimethylamino-3-pyridyl 


s 


n-butyl 


OH 


4-dimethylamino- 3-pyridyl 


s 


n-butyl 


OH 


5-dimethylamino-S -pyridyl 


s 


n-butyl ' 


OH 


6-dimetHylamino-3-pyridyl 


s 


n-butyl 


OH 


2- (1-pyrroHdinyl)- 3-pyridyl 


s 


n-butyl 


OH j 


3- (1-pyrrolidinyl)- 3-pyridyl 


s 


n-butyl 


OH 


5-(l-pyrrolidinyl)-3-pyridyl 


s 


n-butyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


n-butyl 


OH 


2-piperidino-3-pyridyl 


s 


n-butyl 


OH 


4-piperidino-3-pyridyl 


s 


n-butyl 


OH 


5-pip eridino-3-pyridyl 


Q 


n-butyl 


OH 


6-piperidino-3-pyridyl 


s 


n-butyl 


OH 


2-morpholino- 3-pyridyl 


s 


n-butyl 


OH 


4-morpholino-3-pyridyl 


s 


n-butyl 


OH 


5-morpholino- 3 -pyridyl 


s 


n-butyl 


OH 


6-morpholino-3-pyridyl 


s 


n-butyl 


OH 


2-hydroxy-3-pyridyl 


s 


n-butyl 


OH 


4-hydroxy-3-pyridyl 


s 


n-butyl 


OH 


5-hydroxy- 3-pyridyl 


s 


n-butyl 


OH 


6-hydr oxy- 3-pyridyl 



67 



WO 02/085905 



PCT/JP02/03727 



s 


it-butyl 


OH 


2-mercapto-3-pyridyl 


s 


n-butyl 


OH 


4-mercapto-3-pyridyl 


s 


n-butyl 


OH 


5-mercapto-8-pyridyl 


s 


n-butyl 


OH 


6-mercap to- 3-pyridyl 


s 


n-butyl 


OH 


2-methylthio-3-pyridyl 


s 


n-butyl 


OH 


4-methylthio-3-pyridyl 


s 


n-butyl 


OH 


5-metbyltnio-3-pyridyl 


s 


n-butyl 


OH 


6-methylthio -3-pyridyl 


s 


n-butyl 


OH 


2, 6-dime tnyl-3-pyridyl 


s 


n-butyl 


OH 


5 . 6 -dimethyl- 3 -n vridvl 


s 


n-butyl 


OH 


2. 6-diethvl- 3-D vridvl 


s 


n-butyl 


OH 


5 . 6 -diethvl- 3-r> vridvl 


s 


n-butyl 


OH 


2 pfJinxv- S-iwri vl 


s 


n-butyl 


OH 


5.6-dimethoxv-3-T>vridvl 


s 


n-butyl 


OH 


2, 6-dietboxy- 3-pyridyl 


s 


n-butyl 


OH 


5 6-difif.How-S-*nvTidvl 


s 


n-butyl 


OH 


2 6-dieliloro»3-tj vridvl 


s 


n-butyl 


| OH 


5 G-dirfiloro-S-ti vridvl 


s 


n-butyl 


OH 


5~ chloro— hoxy~ 3— pyr i dy 1 


s 


n-butyl 


OH 


B-diloro-fi-Gthoxv- S-tivri d vl 


s 


n-butyl 


OH 


2-cbloro- 6-methvl- S-ti vridvl 


s 


n-butyl 


OH 


6- chloro- 2 - methvl- 3-nvridvl 


s 


n-butyl 


OH 


2-methvl- 4-u vri dvl 


s 


n-butyl 


OH 


2-fitVivl vri dvl 


s 


n-butyl 


OH 


2-metlio'5rv-4-Ti vri dvl 


s 


n-butyl 


OH 


2- e tboxy- 4-pyri dyl 


s 


n-butyl 


OH 


2- cblor o-4-pyridy 1 


s 


n-butyl 


OH 


2-dimetbylamino-4-pyridyl 


s 


n-butyl 


OH 


2- ( l-pyrrolidinyl)-4-pyridyl 


s 


n-butyl i 


OH 


2-piperidino-4-pyridyl 


s 


n-butyl 


OH 


2-mojpholino-4-pyridyl 


s 


n-butyl 


OH 


2-methylthio- 4-pyridyl 


s 


n-butyl 


OH 


2-pyrazinyl 


s 


n-butyl 


OH 


5-methyl-2-pyrazinyl 


s 


n-butyl 


OH 


5-ethyl-2-pyrazinyl 


s 


n-butyl 


OH 


5-methoxy-2-pyxazinyl 


s 


n-butyl 


OH 


5-ethoxy-2-pyrazinyl 


s 


n-butyl 


OH 


5 -chloro- 2-pyrazinyl 


s 


n-butyl 


OH 


6-metliyl-2-pyrazinyl 


s 


n-butyl 


OH 


6-methoxy-2-pyrazinyl 


s 


n-butyl 


OH 


6-cnloro-2-pyrazinyl 



68 



WO 02/085905 



PCT/JP02/03727 



X 


E 1 


R 1 


Y 1 


s 


n-butyl 


OCOOMe 


2-pyridyl 


s 


n-butyl 


OCOOMe 


8-pyridyl 


s 


n-butyl 


OCOOMe 


4-pyxidyl 


s 


n-butyl 


OCOOMe 


2-methyl- 3-pyridyl 


s 


n-butyl 


OCOOMe 


4-methyl- 3-pyridyl 


s 


n-butyl 


OCOOMe 


5-methyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-methyl-3-pyridyl 


s 


n-butyi 


OCOOMe 


2-ethyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-ethyl- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-e thyl- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-ethyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-metboxy-8-pyridyl 


s 


n-butyl 


OCOOMe 


4-methoxy- 3-pyridyl 


s 


n-butyl 


OCOOMe 


5-methoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-methoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-ethoxy-S-pyridyl 


s 


n-butyl 


OCOOMe 


4-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-ethoxy-8-pyridyl 


s 


n-butyl 


OCOOMe 


2-chlor o- 3-pyridyl 


s 


n-butyl 


OCOOMe 


4-chloro-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-chloro-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-cMoro- 3 -pyridy 1 


s 


n-butyi 


OCOOMe 


2»£Luoro-3-pyridyl 


s 


n-butyl 


OCOOMe 


4~fluoro-3-pyridyl 


s 


n-butyi 


OCOOMe 


5-fluoro- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-fluoro-S-pyridyl 


s 


n-butyl 


OCOOMe 


2-dimethylamino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


4- dime tbylamino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


5-dimetHylamino-3-pyridyI 


s 


n-butyl 


OCOOMe 


6-dimethylam ino-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyridyl 


s 


n-butyl 


OCOOMe 


3-(l-py rrolidinyl) - 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-(l-pyrroHdinyl)-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-(l-pyrroHdixryl)-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-pip eridino-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-pip eridino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


5-piperidino-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-piperidino-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-morpnolino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


4-morpbolino- 3-pyridy] 


s 


n-butyl 


OCOOMe 


5-morpholino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-morpholino-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-bydroxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-bydroxy- 3-pyridyl 


s 


n-butyl 


OCOOMe 


5-hydroxy- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-hydroxy- 3-pyridyl 



69 



WO 02/085905 



PCT/JP02/03727 



s 


n-butyl 


OCOOMe 


2-mercap to- 3-pyridyl 


s 


n-butyl 


QCOOMe 


4-mercap to- 3-pyridyl 


! s 


n-butyl 


OCOOMe 


5 -m er cap to- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-Tiie r can to- 3-T5 vridvl 


s 


n-butyl 


OCOOMe 


2-Trt e f.Vi vl +.Ti i o -3 -Ti vri Hvl 

A XXl^ bXXjT XLXXXVs — <J LyjrXXU.jrX 


s 


n-butyl 


OCOOMe 


4- m ptJKvI tVii n - ft -tj vti H vl 

Tt XXX O U U jr X LXXX U U rJ J 


s 


n-butyl 


OCOOMe 


K-m <a tl-» vl ¥Y\ i n - -t>ttt*i r^vl 
v xxx c vLxy x lixxu o ±*j x xixy x 


s 


n-butvl 


OCOOMe 


Q XUC tlXjrXLIXlU-O -Jiy xllXjrX 


s 


n— Vinfrvl 
XL w Uvjrx 


i OCOOMe 


o - uxxq e Lny i - o-pyxxixyx 


Q 


t*i — V* 1 1 f"v1 


onnoMp 


o , o-ujixie unyi- o-pyriciyi 


> R 


XX-U Ul*yx 


wv/Wlv/xVlc 


^> , o -cue xnyi- o -pynayi 


c 


xx-puuyx 




t>, D-axe uiyi- o -py nciyi 


o 
o 




vv»\jv^jyxe 


z, d- ainie xnoxy- o -pynayi 


CJ 


n-u uLyi 


npnriMft 


5 , 6-dim e tboxy- 3 -pyxidyl 


c 

u 


n-Dui»yjL 


\JOLrUlVLe 


z, b-aietnoxy- o-pyrxay x 




n-DuTyi 


vuu^ivLe 


D,b-aietnoxy-s-pyrid.yi 


Q 


n-butyl 


uuuuiVLe 


2 1 6 - aicixloro - o -pyriay 1 


Q 


n-butyl 


Liuuvivie 


o , b-CLicJiioro- o-pyndyl 


o 
o 


ii-D uuyi 




o CQioro o iiib LQOiy «j pyx luyx 


R 


n-Dutyi 


LFv/UV/ivxe 


5 -cliloro- 6- e thoxy- 3-pyridyl 


o 
o 




\J\s\J\JlxLB 


z- ciuoro- b-metnyi-o-pyriay x 


G 

o 


EL-DULyi 


oi-/Uv-»ivie 


o- cnior o -m etnyx- o -pyriay I 


o 


11- Duly X 


opnmv/r<» 

VJOULIlVLe 


z-metnyi-4 -py riayi 


c 
o 


n-onxyi 


nrnnMo 


z-e tny x-4 -pynayi 


a 
o 


Tl _ V»1T +Xrl 


wwwivie 


2-methoxy-4-pyridyl 


R 






2- e tboxy- 4-pyndyl 


R 


Tl .Ml 1 171 


VvvviVic 


2-cliloxo-4-pyTidyl 


G 


Tl — r\TlTT7l 


nrnnMo 


z - aim e xnyx amino- 4-py riayi 


s 


n»Tntfvl 

XX 1/ U vjrX 


V/ vv vxYlfcS 


^ \* py* roiiaxnyx/-^-pyxxuy x 


s 


ri - iTti frvl 
u w m vjr x 


OCOOMp 

\S V> V/ VJluC 


Ai-jpip uxxixxxxu — *-pynay i 


s 


n-butyl 


OCOOMp 


9-Tn r^TTi Viol inn. A.-r\xrr*lr\ Trl 
hTIUW IJXXUXXXlU-^r-ijy xjuy 1 


s 


n-butyl 


OCOOMe 


mo uxxy x ui i m ^r— jjy xxixyx 


s 


n-butyl 


OCOOMe 


2-pyrazinyl 


s 


n-butyl 


OCOOMe 


5-m ethyl- 2-pyraziiiyl 


s 


n-butyl 


OCOOMe 


5-etbyl-2-pyra2dnyl 


s 


n-butyl 


OCOOMe 


5-methoxy-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


5-etboxy-2-pyra2inyl 


s 


n-butyl 


OCOOMe 


5-cbloro-2-pyrazinyl 


s . 


n-butyl 


OCOOMe 


6-metliyl-2-pyraziiiyl 


s 


n-butyl 


OCOOMe 


6-methoxy-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


6-chloro-2-pyrazinyl j 



70 



WO 02/085905 



PCT/JP02/03727 



V" 
A 


Jt( 


ps 


y 


d 
o 


n-butyl 


UOOUJ&t 


2-pyridyl 


S 


n-butyl 


OCOOEt 


3-pyridyl 


s 


n-butyl 


OCOOEt 


4-pyridyl 


s 


n-butyl 


OCOOEt 


2-methy 1- 3-pyridyl 


s 


n-butyl 


OCOOEt 


4-methyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-methyl-3 -pyridyl 


s 


n-butyl 


OCOOEt 


6-methyl-3-pyridyl 


s 


n-butyl t 


OCOOEt 


2-etnyl-S-pyridyl ! 


s 


n-butyl 


OCOOEt 


4-ethyl- 3-pyridyl 


s 


n-butyl 


OCOOEt 


5-ethyl- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-etbyl-3-pyridyl 


8 


n-butyl 


OCOOEt 


2-methoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-methoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


5 -methoxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-methoxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


2-etboxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-ethoxy-B-pyridyl 


s 


n-butyl 


OCOOEt 


5-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-chIoro- 3-pyridyl 


s 


n-butyl 


OCOOEt 


4-chloro-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-chloro-3-pyridyI 


s 


n-butyl 


OCOOEt 


tf-chloro-S-pyridyl 


s 


n-butyl 


OCOOEt 


2-fluoro-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-fluoro- 3-pyridyl 


s 


n-butyl 


OCOOEt 


5-£luoro-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-fluoro-3-pyri dyl 


s 


n-butyl 


OCOOEt 


2-dimethylamino-8-pyridyl 


s 


n-butyl 


OCOOEt 


4 -dimethy lamino- 3 -pyridyl 


s 


n-butyl 


OCOOEt 


5-dimethyl amino- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6- dimethylainino - 3-pyridyl 


s 


n-butyl 


OCOOEt 


2-( l-pyrrolidinyl)-3-pyridyl 


s 


n-butyl 


OCOOEt 


3-(l -pyrrolidinyl)-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-(l-pyrrolidinyl)-S-pyxidyl 


s 


n-butyl 


OCOOEt 


6-(l-pyrrobdinyl)-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-piperidino- 3-pyridyl 


ri 

s 


n-butyl 


OCOOEt 


4-piperidino-S-pyridyl 


o 


ii- Duty i. 




6-p ip eridino-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-piperidino-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-morpholino-3-pyridy] 


s 


n-butyl 


OCOOEt 


4-morpholino-3-pyridy] 


s 


n-butyl 


OCOOEt 


5-morpholino- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-morpholino-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-hydroxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


4 -hydroxy - 3 -p y ri dyl 


s 


n-butyl 


OCOOEt 


5-hy dr oxy - 3 -pyridyl 


s 


n-butyl 


OCOOEt 


6-hydroxy-3-pyridyl 



71 



WO 02/085905 PCT/JP02/03727 



s 


n-butyl 


OCOOEt 


2-mercapto-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-mercapto-S-pyridyl 


s 


n-butyl 


OCOOEt 


5-mexcapto-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-znercapto-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-methylthio-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-metnylthio-3-pyridyl 


s 


n-butyl 


OCOOEt 


B-methylthio-3-pyxidyl 


s 


n-butyl 


OCOOEt 


6-methylthio-3-pyridyl 


s 


n-butyl 


OCOOEt 


2,6-dimethyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


6,6-dimethyl-8-pyridyl 


s 


n-butyl 


OCOOEt 


2,6-diethyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


6,6-diethyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


i 2,6-dimethoxy-S-pyridyl 


s 


n-butyl 


OCOOEt 


5, 6-dimethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


2, 6-diethoxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


5,6-diethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


2, 6-dichloro-3-pyridyl 


s 


n-butyl 


OCOOEt 


5,6-dichloro-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-chloro-6-2nethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-cliloro-6-etlioxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


2- chloro-6- methyl- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-chloro-2-methyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-methyl-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-ethyl-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-methoxy-4-pyxidyl 


s 


n-butyl 


OCOOEt 


2-ethoxy-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-chloro-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-dhnethylamino-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-piperidino-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-morpholino- 4-pyridyl 


s 


n-butyl 


OCOOEt 


2-methyltliio-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-raetJayl-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


1 s 


n-butyl 


OCOOEt 


6-metboxy-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-ethoxy-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


5-chloro-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-methyl-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-chloro-2-pyrazinyl 



72 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R* 


Y 


s 


n-pentyl 


OH 


2-pyridyl 


s 


n-pentyl 


OH 


1 3-pyridyl 


s 


n-pentyl 


OH 


4-pyridyl 


s 


n-pentyl 


OH 


2-methyl- 3-pyridyl 


s 


n-pentyl 


OH 


4- methyl- 3-pyridyl 


s 


n-peniyl 


OH 


5-methyl~3-pyridyl 


s 


n-pentyl 


OH 


6-methyl-3-pyridyl 


s 


n-pentyl 


OH 


2-ethyl-3-pyridyl 


s 


n-pentyl 


OH 


4-ethyl-3-pyridyl 


s 


n-pentyl 


OH 


6-ethyl-3-pyridyl 


s 


n-pentyl 


OH 


6-ethyl-3-pyridyl 


s 


n-pentyl 


OH 


2-methoxy-S-pyridyl 


s 


n-pcntyl 


OH 


4-m e thoxy- 3 -pyridy 1 


s 


n-pentyl 


OH 


5-inethoxy-3-pyridyl 


s 


n-pentyl 


OH 


6-methoxy-3-pyridyl 


s 


n-pentyl 


OH 


2-e thoxy- 3 -pyridyl 


s 


n-pentyl 


OH 


4-e thoxy- 3-pyridyl 


s 


n-pentyl 


OH 


6 -e thoxy- 3-pyridyl 


s 


n-pentyl 


OH 


6-ethoxy- 3-pyridyl 


s 


n-pentyl 


OH 


2-chloro- 3-pyridyl 


s 


n-pentyl 


OH 


4-chloro- 3 -pyridyl 


s 


n-pentyl 


OH 


5-chloro- 3-pyridyl 


s 


n-pentyl 


OH 


6-chloro-3-pyridyl 


s 


n-pentyl 


OH 


2-£L\ioro- 3 -pyridyl 


s 


n-pentyl 


OH 


4-fluoro-3-pyridyl 


s 


n-pentyl 


OH 


5-fluoro- 3 -pyridyl 


! s 


n-pentyl 


OH 


e-fluoro-3-pyxidyl \ 


s 


n-pentyl 


OH 


2-dimethylamino-3-pyridyl 


s 


n-pentyl 


OH 


4-dime thy lamino- 3-pyridyi 


s 


n-pentyl 


OH 


5-dimethylamino-3-pyridyl 


s 


n-pentyl 


OH 


6-dimethylamino-3-pyridyl 


s 


n-pentyl 


OH 


2-(l-pyrrolidinyl)-3-pyridyl 


s 


n-pentyl 


OH 


3-(l-pyrrolidinyl)-3-pyridyl 


s 


n-pentyl 


OH 


5-(l -pyrroli d inyl)-3-pyridyl 


s 


n-pentyl 


OH 


6-(l-pyxrolidinyl)-3-pyridyl 


s 


n-pentyl 


OH 


2-pipcridino-3-pyridyl 


s 


n-pentyl 


OH 


4-piperidino- 3-pyxidyl 


Q 

o 


n-peiityl • 


ATT 

Uri 


5-pip eridino - 3-pyridyl 


s 


n-pentyl 


OH 


6-pip eridino- 3-pyridyl 


s 


n-pentyl 


OH 


2-morpholino-3-pyridyl 


s 


n-pentyl 


OH 


4-morpholino-3-pyridyl 


s 


n-pentyl 


OH 


5-morpholino-3-pyridyl 


s 


n-pentyl 


OH 


6-morpholino- 3 -pyridyl 


s 


n-peniyl 


OH 


2-hydroxy-3-pyridyl 


s 


n-pentyl 


OH 


4-hydroxy-3-pyridyl 


s 


n-pentyl 


OH 


5-hydroxy- 3-pyridyl 


s 


n-pentyl 


OH 


6-hydroxy- 3-pyridyl 



73 



WO 02/085905 



PCT/JP02/03727 



s 


n-pentyl 


OH 


2-to ftrcflTitri-3-Tivrid vl 


s 


n-TiATvfcvl 

JUL W V*i VJr A 


OH 


tc xllcx w v pyi IU J I 


q 


Xl-pcXl Ujr 1 


OH 

\JJJL 


o -m ercap to- o -pynciyi 


q 
0 


Xr-ptJ XI Ljr 1 


CfR 

v/XX 


o-m ercap to- o-pyrioyx 


0 


n-peux-yi . 




i5 -nie uny ixnio-o -pyridyj 


q 

0 


xi-pexiuyi 




4-me tnyji tmo - o -pynayl 


0 






5-xnetx^yltnio-3-pyridyl 


Q 
0 


n-pentyl 


AW 


o-metnyitnio-o-pyxiayl 


Q 
0 


n-pentyl 


nu 
Un 


2, 6-dimethyl-S-pyridyl 


a 

0 


n-pentyl 


UJbL 


5, 6«aimetnyl-3 -pyridyl 


Q 
0 


n-pentyl 


OH 


2,6-dietnyl-3-pyridyl 


0 


n-pentyl 


OH 


5,6-dxethyl-3-pyndyl 


s 


n-pentyl 


ATT 

OH 


2, 6-dime thoxy-3-pyndyl 


s 


n-pentyl 


OH 


6, 6-dimetnoxy-3-pyridyl 


s 


n-pentyl 


OH 


2,6-aiethoxy-3-pyridyl 


s 


n-pentyl 


OH 


5,6-diethoxy-3-pyridyl 


s 


n-pentyl 


OH 


2, 6-dichloro-3-pyridyl 


s 


n-pentyl 


OH 


5, 6-dichloro-3-pyridyl 


s 


n-pentyl 


OH 


5-chloro-6-TBethoxy-3-pyri dyl 


s 


n-pentyl 


/\TT 

OH 


5-cnloro-6-etno3y- 3-pyndyl 


s 


n-pentyl 


OH 


2- clxloro- 6 -methyl- 3 -pyridyl 


s 


n-pentyl 


OH 


6-chloro-2-methyl-3-pyridyl 


rt 
0 


n-pentyl 


OH 


2«methyl-4-pyridyl 


s 


n-pentyl 


OH 


2-ethyl-4-pyridyl 


s 


n-pentyl 


OH 


2-methoxy-4-pyridyl 


s 


n-pentyl 


OH 


2-ethoxy-4-pyridyl 


s 


n-pentyl 


OH 


2-chloro-4-pyridyl 


s 


n-pentyl 


OH 


2-dimetHylamino- 4-pyridyl 


ri 
0 


n-pentyl 


OH 


2-(l-pyrrolidinyl)-4-pyridyl 


c* 

0 


n-pentyl 


OH 


2-piperidino-4-pyridyl 


CJ 

a 


n-pentyl 


OH 


2-morpholino-4-pyridyl 


Q 


n-pentyl 


Oil 


2-metnylthio-4-pyndyl 


s 


XL JLJCXLbjf x 


OH 

wxx 


it -p yx a zxny a 


S 


n-pentyl 


OH 


6-nie thyl- 2-py raziny 1 


S 


n-pentyl 


OH 


5-ethyl-2-pyrazinyl 


S 


n-pentyl 


OH 


5-methoxy-2-pyrazinyl 


s 


n-pentyl 


OH 


6~ethoxy-2-pyrazinyl 


s 


n-pentyl 


OH 


5-chloro-2-pyrazinyl 


s 


n-pentyl 


OH 


6-methyl-2-pyrazinyl 


s 


n-pentyl 


OH 


6-methoxy-2-pyrazinyl 


s 


n-pentyl 


OH | 


6-chloro-2-pyrazinyl j 



74 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 


R 2 


Y 


g 


XL Cif Vjf X 


OCOOMe 




c 


ii-peiruyi 




3-pyridyl 


Q 

o 


n-pentyl 


uouuivie 


4-pynayJ 


Q 


n-pentyl 


uuuujvie 


2-methyl-3-pyridyl 


Q 


n-pentyl 


uv>L/ujyie 


4-metiiyJ.-o-pyxaa.yJ 


o 


n-pentyl 


utuuMe 


5-methyl-3-pyridyl 


o 
o 


n-pentyl 


UCOOMe 


6-methyl- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5- ethyl- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-methoxy-3-pyridyl 


s- 


n-pentyl 


OCOOMe 


5-raethoxy- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-metihoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-ethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-ethoxy- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-ethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-ethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-chloro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-chloro-3-pyridyl 


s 


n-pentyl 


OCOOMe • 


5-chlor o- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-chlor o- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-£Luoro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-fhioro* 3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-£hioro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-fluoro-3-pyridyl 


• s 


n-pentyl 


OCOOMe 


2-dim ethylamina- 3-p yridyl 


B 


n-pentyl 


OCOOMe 


4-dimethylamino-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-dim ethy lamino- 3 -p yridyl 


o 
o 


n-pentyl 


OCOOMe 


6-dimethylamino-3-pyridyl 


Q 


n-pentyl 


OOUUMe 


2-(l-pyrrolidinyl)-3-pyridyl 


Q 

o 


n-pentyl 


ULrUUMe 


3- (1-pyrrohdinyl) - 3 -pyridyl 


Q 


n-pentyl 


UoUuMe 


o-(l-pyrrolidinyl)-3-pyridyl 


G 

a 


n-pentyl 


UUOUMb 


6-(l-pyrrolidinyl)-3-pyridyl 


o 

o 


n-pentyl 


UOUUJYte 


2-pip eridino- 3-pyridyl 


a 
o 


n-pentyl 


UL/UUJVie 


4-pip eridino- 3-pyridyl 


S 


n-pemyi 




5-p ip eridino- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


fi-THTJ PT1 ll 1 ti o« S-n VTl vl 

vrpiu Ci lUiUU U UJr X X\AJr X 


s 


n-pentyl 


OCOOMe 


2-morpholino-3-pyridyl j 


s 


n-pentyl 


OCOOMe 


4-morpholino- 3-pyri dyl 


s 


n-pentyl 


OCOOMe 


5-morpholino-3-pyridyl 


s 


n-pentyl 


. OCOOMe 


G-morpholino-S-pyridyl 


s 


n-pentyl 


OCOOMe 


2-hy droxy- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-hydroxy-3-pyridyl 



75 



WO 02/085905 



PCT/JP02/03727 



s 


n-pentyl 


1 OCOOMe 


2-mercap to- 3-pyxidyl 


s 


n-pentyl 


OCOOMe 


4-mercapto-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-mercapto-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-mercapto-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methyltMo-3-pyridyl | 


s 


n-pentyl 


OCOOMe 


4-methylthio-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-methylthio-3-pyridyl 


s 


n-pentyl 


| OCOOMe 


6-methylthio-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2,6-dimethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5,6-dimethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2, 6- diethyl- 3-pyridyl 


s 


^. n-pentyl 


OCOOMe 


5,6-diethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2, 6-dimethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6,6-dimethoxy-3-pyridyl 


s 


n-pentyl 


! OCOOMe 


i 2,6-diethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5,6-diethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2, 6-dichloro- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


5, 6-dichloro-3-pyridyl 


1 s 


n-pentyl 


OCOOMe 


5-ch loro-6-met hoxy-3-pyri dy 1 


s 


n-pentyl 


OCOOMe 


B-chloro-6-ethoxy- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


2- chloro-6-m ethyl- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-chlor o-2-m e thyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methyl-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-ethyl-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methoxy-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-ethoxy-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-chloro-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-dimethylamino-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-(l-pyrrolidinyl)-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-piperidino-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-morpholino-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methylthio-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-m ethyl- 2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-ethyl-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-methoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-chloro-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


6-methyl-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


6-m ethoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


6-chloro-2-pyrazinyl 



76 



WO 02/085905 



PCT/JP02/03727 



x 




R* 


Y 


s 


Ti-'Oentrvl 


OCOOEt 




s 


n-tientvl 


OCOOEt 


o-pjfixuyi 


s 




OCOOEt 


*± y V HUjf 1 


g 


Tl.»TH»TI+v1 


OCOOEt 


At-ux c myj - o-pyn ayi 


3 


JJ-J^O JJL.l»JJL 


ncoopit 


^-mexnyi-o-pynayi 


o 


n-pentyi 




o-metnyi- o -pyxidy l 


0 


n-penxyji 




D-metnyi-3-pyxiayl 


Q 
0 


n-pentyl 


UOUUJQt 


2-ethyl-3-pyridyl 


a 

a 


n-pentyl 


OCOOEt 


4-ethyl-3-pyrxdyl 


S 


n-pentyl 


OCOOEt 


6-etliyl-3-pyridyl 


6 


n-pentyl 


OCOOEt 


6-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-methoxy- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-methoxy-3-pyridyl 


r? 

o 


n-pentyl 


OCOOEt 


2-ethoxy-3-pyridyl 


b 


n-pentyl 


OCOOEt 


4-ethoxy- 3-pyridyl 


o 
o 


n-pentyl 


OCOOEt 


B-ethoxy-3-pyridyl 


5 


n-pentyl 


OCOOEt 


6-ethoxy- 3-pyridyl 


0 


n-pentyl 


OCOOEt 


2-chloro- 3-pyridyl 


Q 
0 


n-pentyl 


OCOOEt 


4-chloro- 3-pyridyl 


o 

0 


n-pentyl 


OCOOEt 


5-chloro-3-pyridyl 


CI 
0 


n-pentyl 


OCOOEt 


6- chloro- 3-pyridyl 


0 


n-pentyl 


OCOOEt 


2-fluoro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


4-£Luoro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


5-flnoro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


8-fliioro-3-pyridyl 


Q 

a 


n-pentyl 


OCOOEt 


2-dime fchylumano- 8-pyndyl 


0 


n-pentyl 


OLUOiLt 


4-dimethylamino-3-pyridyl 


0 


n-pentyl 


OCUUU/t 


t J * - - _ i_T_ ^ * r\ * ^ % 

6-dimethylanuno-3-pyndyl 


a 

0 


n-pentyl 




6-dimethyl£unino-3-pyridyl 


Q 

0 


n-pentyl 


UUUUJGit 


2- (I -pyrroudinyl)-3-p3rridyl 


c 

0 


n-penxyi 


Oi/OUJtut 


8-(l-pyrrolidinyl)-3-pyridyl 


c 

0 


n-peniyj. 




5-(l-pyrroHdinyl)-3-pyridyl 


G 


n-pentyi. 




t>- x l-pyrronamyl;-3-pyriayl 


g 


n-pentyi 




2-pip eridino- 3-pyridyl 


s 






4-pip eridino- 3 -pyndyl 


5 


Tl-TiPTl+vl 




5-pip eridino - 3 -pyridyl 


S 


n-pentyl 


OCOOEt 


6-p ip eri dino - 3 -pyridyl 


S 


n-pentyl 


OCOOEt 


2-morpholino-3-pyridyl 


S 


n-pentyl 


OCOOEt 


4-morpholino- 3 -pyridyl 


S 


n-pentyl 


OCOOEt 


5-morpholino- 3-pyridyl 


S 


n-pentyl 


OCOOEt 


6-morpholino-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-hy droxy- 3-pyridyl 



77 



WO 02/085905 



PCT/JP02/03727 



s 


jirpentyl 


OCOOEt 


2-mercapto-3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-mer cap to- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-mer can to-S-nvridvl 


s 


n-pentyl 


OCOOEt 


6-mercan to-3 -nvridvl 


s 


n-pentyl 


OCOOEt 


2-methvltliio- 3-d vridvl 


s 


n-pentyl 


OCOOEt 


4-m.etlivltTiio- S »n vri vl 


s 


n-pentyl 


OCOOEt 


fi-TTl TfT tTl l rt*. 3 «.t»wi rltr 1 
wittc uxxy x uxiv v yy x myx 


g 


n-pentyl 


OCOOEt 


v iiic uijiuiiyo*py xiuyx 


s 


n-nentvl 

WAX w ¥ Jl 


OCOOEt 


o* oixxie x»xiyjt- o-pynciyi 


s 


n-Tjpritvl 

*J> PCALvjr Jl 


OCOOEt 


o t o-uune uny x-o-pyriuy i 


s 


n «-Tl OTl+vl 
XL-XJcXltjrX 




4» 0-aiemyjL- o-pyrzayi 


s 


XI -p CXI l»Jr J. 


onooFt 


o,o-aietnyi-o-pyriciyi 


g 


Xl-p ttJUL l>j X 


orsno , R+ 


& t D-uinieunoxy-o-p yridy x 


Q 


n-penxyi 


nrnnir+ 


o, b-dimetnoxy-3-pyxxdyl 


o 


ii-pciiLyi 


oprim?* 


A,fa-aietnoxy- a-pyridyl 


o 


n-penxyjt 


UOlsUxvX 


o^b-aietnoxy-S-pyrittyl 


3 


U~pt?XxbjrX 




b-cuciuoro- d-pyriayi 


O 


n-penuyi 




5, b-dicnloro-3-pyridyl 


g 


ii-peiicyA 


vvvUJab 


5— chloro— 6~iB&"thoxy"3~ pyr i dy 1 


s 


H-penxiyjL 




5-chloro-6-2 thoxy- 3-pyridyl 


g 






z-cnloro-o-metnyI-3-pyriayl 


s 


U pfrlltyjL 




t>-cnioro-Z-metnyl-3-pyridyl 




n-pencyx 




-fi-me tnyl- 4-pyriayl 


g 


U -p tJiiLj X 


\J\j\J\JXiih 


x5-e tny 4-p yri ay 1 


g 


Yl -YlfiYlT'vl 

xi p *zi\i*y x 


00001?+ 


2-metlioxy-4-pyridyl 


s 


U P C J-Lbjf 1 




2-ethoxy-4-p3rridyl 


g 


XV*pcxiLjrx 


oonni?f 


A-cnioro-4-pyridyJ 


g 


JU p C JUL IjA 


OOOOF.+ 


2-dxnietliylamino-4-pyTidyl 


g 


ja p c i~i it j x 


onooF.t 


a- ^i-pyrroxiCLinyi^-4-pyricly 1 


g 


Ti-TiPTvfrvl 

XX pCJLlUJrX 




2-pip eridinc-4-pyridyl 


g 


xx yjcxxttj x 


ocoof+ 


2-morpliolino-4-pyxidyl 


g 


Tt-TJ BTltvl 


OCOOEt 


^-xne iny i udjlo -^^pyriayi 


s 


n-pentyl 


OCOOEt 


2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


5-methyl-2-pyra2inyl 


s 


n-pentyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


5 -methoxy- 2 -pyTa 2iny 1 


s 


n-pentyl 


OCOOEt 


5-ethoxy -2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


5-cHoro-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


6-metbyl-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


6-chloro-2-pyrazinyl 



78 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


Br 


y 


; nh 


2-methoxyethyl 


OH 


3-pyridyl 


NH 


2-methoxyethyl 


OH 


4-pyridyl 


NH 


2-methoxyethyl 


OH 


2-methyl-3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-methyl-3-pyridyl 


NH 


2-methoxyethyl 


OH 


2-ethyl-3-pyridyl 


• NH 


2-methoxyethyl 


OH 


6-ethyl- 3-pyridyl 


NH 


2-methoxyethyl 


OH 


6 -me thoxy- 3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-ethoxy-3-pyridyl 


NH 


2-methoxyethyl 


OH 


1 2-chloro-3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-chloro-3-pyridyl 


NH 


2-methoxyethyl 


OH 


5,6-dimethyl-3-pyridyl 


NH 


2-methoxyethyl 


OH 


5, 6-dimethoxy- 3-pyridyl 


NH 


2-methoxyethyl 


OH 


5,6-dichloro-3-pyridyl 


NH 


2-methoxyethyl 


OH 


6- dime thy] amino- 3 -pyri dyl 


NH 


2-methoxyethyl 


OH 


6-(l-pyrroHdinyl)-3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-piperidiao-3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-morpholino- 3-pyridyl 


NH 


2-methoxyethyl 


OH 


6-methylthio-3-pyridyl 


NH 


2-methoxyethyl 


OH 


2-pyrazinyl 


NH 


2-methoxyethyl 


OH 


5-methyl-2-pyrazinyl 


NH 


3-methoxypropyl 


OH 


3-pyridyl 


NH 


3-methoxypropyl 


OH 


4-pyridyl 


NH 


3-methoxypropyl 


OH 


2-methyl-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-methyl-3-pyridyl 


NH 


3-methoxypropyl 


OH 


2-ethyl-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-ethyl-3-pyridyl | 


NH 


3-methoxypropyl 


OH 


2-methoxy-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-methoxy-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-ethoxy-3-pyridyl 


NH 


3-methoxypropyl 


OH 


2-chloro-3-pyridyl j 


NH 


3-methoxypropyl 


OH 


6-chloro- 3-pyridyl 


NH 


3-methoxypropyl 


OH 


5,6-dime1ftyl-3-pyridyl 


NH 


3-methoxypropyl 


OH 


5,6-dimethoxy-3-pyridyI 


NH 


3-methoxypropyl 


OH 


5, 6-dichloro-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-dimethylamino-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


3-methoxyprop yl 


OH 


6-piperidim>3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-morpholino-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6«methylthio-3-pyridyl 


NH 


3-methoxypropyl 


OH 


2-pyrazinyl 


NH 


3-methoxypropyl 


OH 


5-methyl-2-pyrazinyl 



79 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


E 2 


Y 


o 


2-me thoxy ethyl 


OH 


3-pyridyl 


o 


2 "Tin a thoxy e thy 1 


OH 


4-pyridyl 


o 


2-m ethoxvethvl 


OH 


2-methvl-3-t>vi*irlvl 


o 


2 -m #*th n w e t"h vl 


OH 


fi-rn etrivl-3*T)VT*ii? vl 


o 


O »rn o til nwAT"Yi vl 


OH 

\JJkX 


UAijr J.-C/ pyAi.vi.jf j. 


\j 


9— m o t n r\ w trl 

Zi-iiiewioxy cunyi 


AH 


ft_*>TT»nr1 - A.nwi r?Trl 

o-e iiiyi- o-pyxiuyi 


KJ 


Zi-ine WLioxyeuxiyjL 


ah 

UX1 


o - m ewioxy - o -p yn oyi 


r\ 
U 


2-methoxyethyl 


AW 
Uxl 


6-e thoxy-3-py ri dy 1 


u 


2-methoxyethyl 


UH 


Z-cnloro-o-pyriayl 


o 


2-methoxyethyl 


UH 


6-chloro-3-pyridyl 


o 


2-methoxyethyl 


OH 


5, 6 -aimethyl-3-pyriayl 


o 


2-methoxyethyl 


/in 
OH 


5,6 -dimethoxy- 3-pyridyl 


o 


2-methoxyethyl 


ATT 

OH 


5, 6-dichloro-3-pyridyl 


o 


2-methoxyethyl 


OH 


6-dimethylamino- 3-pyridyl 


o 


2-methoxyethyl 


UH 


6-(l-pyrrolidinyl)- 3-pyridyl 


u 


2-methoxyethyl 


UJtl 


6-pip eridino- 3-pyridyl 


u 


2-m etrioxy ethyl 


act 
UJtl 


6-morpholino-S-pyridyl 


u 


2-methoxyethyl 


/ATT 

Uri 


b-me tny 1 tnio - i>-p yriay 1 


u 


2-methoxyethyl 


ATT 

UH 


2-pyrazinyl 


U 


O j l 1*1 i_ _i i m _n_ ■ »1 

*5-m etnoxy e tnyl 


UH 


5-methyl-2 -pyraziny 1 


o 


3-methoxypropyl 


UH 


3-pyridyl 


o 


3-rnethoxypropyl 


ATT 

OH 


4-pyridyl 


U 


3-methoxypropyl 


UH 


2-methyl-S-pyridyl 


o 


3-methoxypropyl 


UH 


6-methyl-3-pyridyl 


r\ 
\J 


3-methoxypropyl 


UJtl 


*5-etnyi-o-pyriayl 


f\ 
\J 


3 -methoxypr opy 1 


ATT 

un 


o-etnyi-o-pyrittyi 


r\ 
\J 


3 -me thoxyp r opy 1 


ATT 

UJtl 


2 -me thoxy-3-p yridyl 


a 

KJ 


3 -m ethoxypropyl 


ATT 


6-methoxy-3-pyridyl 




3-methoxypropyl 


AW 


6-ethoxy- 3-pyn d.yl 




o ixit; Lxiuxypx opy jl 


ATT 


i-cmor o- o -pyxiuyi 


0 


o -uuc viiuxyp j/upyi 


OH 

\JJUk 


o-cxLiuxo- a -py nnyi 


o 


Q _ttj ptlinTimTnnvl 
v juulc uiiu Ajr p x upj 1 


OH 


*>, o- aame ujiij i- o -p y nuyi 


0 


3-methoxypropyl 


OH 


5, 6-dimethoxy- 3-pyridyl 


0 


3-methoxypropyl 


OH 


5, 6-dichloro- 3-pyridyl 


0 


3-methoxypropyl 


OH 


6-dimethylamino-3-pyridyl 


0 


3-methoxypropyl 


OH . 


6-(l-pyrrolidinyl)-3-pyridyl 


0 


3-methoxypropyl 


OH 


6-piperidino-3-pyridyl 


0 


3-methoxypropyl 


OH 


6-morpholino-3-pyridyl 


0 


3-methoxypropyl 


OH 


6-methylthio-3-pyridyl 


0 


3-methoxypropyl 


OH 


2-pyrazinyl 


0 


3-methoxypropyl 


OH 


5-methyl-2-pyrazinyl 



80 



WO 02/085905 



PCT/JP02/03727 





R 1 


R 2 


Y 


s 


2-methoxyethyl 


OH 


3-pyridyl 


s 


2-methoxyethyl 


OH 


4-pyridyl 


s 


2-methoxyethyl 


OH 


2-methyl-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-methyl-3-pyridyl 


s 


2-methoxyethyl 


OH 


2-ethyi-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-ethyl-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-methoxy-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-ethoxy- 3-pyridyl 


s 


2-methoxyethyl 


OH 


2-chloro- 3-pyridyl 


s 


2-methoxyethyl 


OH 


6-chloro-3-pyridyl 


s 


2-methoxyethyl 


OH 


5,6-dimethyl-3-pyridyl 


s 


2-methoxyethyl 


OH 


5, 6-dimethoxy- 3-pyridyl 


s 


2-methoxyethyl 


OH 


5 , 6-dichloro-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-dimethylamino- 3-pyridyl 


s 


2-methoxyethyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-piperidino-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-morpholino- 3 -pyridy 1 


s 


2-methoxyethyl 


OH 


6-m ethylthio-3-pyridyl 


s 


2-methoxyethyl 


OH 


2-pyxazinyl 


s 


2-methoxyethyl 


OH 


6-me£hyl-2-pyrazirjyl 


s 


2-hydroxyethyl 


OH 


3-pyridyl 


s 


2-hydroxyethyl 


OH 


4-pyridyl j 


s 


2-hydroxyethyl 


OH 


2-methyl- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-m ethyl- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


2-ethyl-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-ethyl- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


2-rnethoxy -3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-methoxy-S-pyridyl 


s 


2-hydroxyethyl 


OH 


6- ethoxy-3 -pyridy 1 


s 


2-hydroxyethyl 


OH 


2-chloro- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-chloro-S-pyridyl 


s 


2-hydroxyethyl 


OH 


5,6-dimethyl-3-pyridyl 


s 


2-hydroxyethyl 


OH 


5, 6-dimethoxy-3-pyridyl 


s 


2-hydroxyethyl 


• OH 


5, 6-dichloro-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-dimethylamino-3-pyridyl 


s 


. 2-hydroxyethyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6piperidino-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6~morpholino-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-methylthio- 8-pyridyl 


s 


2-hydroxyethyl 


OH 


2-pyrazxnyl 


s 


2-hydroxyethyl 


OH 


5-methyl-2-pyrazinyl 



81 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


proovl 

Jr* * 


OH 


1-naphthyl 


NH 


DrODVl 

Jr 4 "Jr / * 


OH 


2-naphthy] 


NH 


oroDvl 

Jr* "Jr J * 


OH 


2-nvrrolvl 


NH 


nrnnvl 


OH 


3~nvrrn1vl 


NH 


nrnnvl 

piupyi 


OH 


2-furvl 


NH 


nrnnvl 
propyl 


OH 

v/xx 




NH 


nrnnvl 
pi upyi 


OH 


2-thipnvl 


NH 

1^1 XI 


nronvl 
propyl 


OH 

v/xx 


j miDiiy i 


NH 

inxi 


nrnnvl 

propyl 


OH 


^-nvrs*7nlvl 
,/ pyi cxtAj ly i 


NH 


nrnnvl 

propyl 


OH 

v/XX 


**~py icu&u ly i 


NH 

IN XX 


propyl 


OH 

v/ix 


j&-imiudj£oiyi 


NH 

1" XX 


nrnnvl 

propyl 


OH 

V/IX 


t" mil Uazu iy i 


NH 

IN XX 


nrnnvl 

propyl 


OH 

v/xx 


*? ~ n v s* 7 n 1 v 1 
^-o aozu iy i 


NH 

IN XI 


nrnnvl 
propyl 


OH 

v/xx 


A-nva7n1v1 


NH 

XX 


nrnnvl ' 

propyl 


OH 

v/xx 


*J~UA£L£Oiy 1 


NH 


nrnnvl 

propyl 


OH 
v/xx 


0— TfiiQ7nlvl 
Z," LUIcl£U iy 1 


NH 

It XX 


nrnnvl 

propyl 


OH 
v/xx 


**• miazoiyi 


NTT 

IN XX 


propyl 


OH 

v/n. 


•/ LCllaZOiy 1 


NH 

IN XX 


nrnnvl 
propyl 


OH 
v/xx 


x-pyriniiuiiiyi 


NH 

IN XX 


propyl 


OH 
v/xx 


" py rimiu-inyi 


NH 

IN XX 


nrnnvl 

propyl 


OH 
v/xx 


1 j pyrixiiiuiiiyi 


NH 

IN xx 


nrnnvl 

propyl 


OH 

V/JTi 


z-inQoiy i 


NH 

IN XX 


nrnnvl 

propyl 


OH 

v/ix 


j~inu.oiyi 


NH 

IN XX 


nrnnvl 

propyl 


OH 
v/ix 


j-maoiyi 


NH 


nrnnvl 
propyl 


OH 
v/xx 


fi-iTiHnlvl 


NH 


ornnvl 


OH 

v/xx 


*s -hf»n 7i m i H n tc\ 1 vl 
-> " u c ii Ziiixiiu. ax u xy i 


NH 


nrnnvl 
piupyi 


OH 

v/xx 


9 -hen rnfiirvl 
x< uciixuiuiyi 


NH 


nrnnvl 
pi upyi 


OH 

V/IX 


^-in/lsi7nlv1 
j iiiucidbUiyi 


NH 


nrnnvl 
F 1 U H y 1 


OH 


0 -hen Tnvji 7n 1 v 1 

■£•< Uwii^iUACliiV/ iy 1 


NH 


Dronvl 

Jr A ".rJ 1 


OH 


4—flunrn-l -nanhthvl 


NH 


nrnnvl 
Jr * u rJ * 


OH 


5-chlorn«-2-thierivl 


NH 


nrODVl 

Jr- 1 "Jr J * 


OH 


4-methvl- 1 -nanhthvl 

AllvUlJ J, A lJAA til Y J, 


NH 


PrOPYl 


OH 


1 -methvl-2-Dvrrolvl 


NH 


DrODVl 

Jr * "Jr / * 


OH 


2-methvl-3 -furvl 


NH 


propyl 


OH 


5-methvl-2-thienvl 


NH 


propyl 


OH 


4-methyl-5-imidazolyl 


NH 


propyl 


OH 


l-methyl-3-indolyl 


NH 


propyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


propyl 


OH 


3-methoxy-2-naphthyl 


NH 


propyl 


OH 


6-ethoxy-2-naphthyl 


NH 


propyl 


OH 


5-methoxy-3 -indolyl 


NH 


propyl 


OH 


l 5 4-dimethoxy-2~naphthyI 


NH 


propyl 


OH 


5,6-dimethoxy~2-indolyl 


NH 


propyl 


OH 


5-methoxy-l-methyl~2-mdolyl 



82 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


propyl 


OCOOMe 


1-naphthyl 


NH 


propyl 

Jr Jrv 


OCOOMe 


2-naphthyl 


NH 


propyl 


OCOOMe 


2-pyrrolyl 


NH 


propyl 


OCOOMe 


3-pyrrolyl 


NH 


propyl 


OCOOMe 


2-furyl 


NH 


propyl 

F* ^rJ * 


OCOOMe 


3-furyl 


NH 


propyl 


OCOOMe 


2-thienyl 


NH 


Dronvl 

F A 1 


OCOOMe 


3-thienyl 


NH 


Dronvl 


OCOOMe 


3-ovrazolyl 


NH 


F A W F/ 1 


OCOOMe 


4-pyrazo ly 1 


NH 


DrODVl 


OCOOMe 


2-imidazolyl 


NH 


Dronyl 


OCOOMe 


4-imidazolvl 


NH 


nroDVl 


OCOOMe 


2-oxazolyl 


NH 


propyl 


OCOOMe 


4-oxazolyl 


NH 


nroovl 
F A "F; 1 


OCOOMe 


5-oxazolyl 


NH 


croovl 

F* V F«/ 1 


OCOOMe 


2-thiazolvl 


NH 


oroDvl 


OCOOMe 


4-thiazolvl 


NH 




OCOOMe 


5-thiazolvl 


NH 


F 1 V F/ A 


OCOOMe 


2-ovrimidinvl 


NH 


propyl 

F 1 V F7 1 


OCOOMe 


4 -Dvrimidinvl 

« L/ T J AAAJk A ^AAAA T A 


NH 


F 1 V F/ A 


OCOOMe 


^-twrimi dinvl 


NH 


F 1 KJ t f J x 


OCOOMe 


2-indolvl 


NH 


propyl 

F 1 ^IrJ 1 


OCOOMe 


3-mdolvl 


NH 


Droovl 

F 1 U FJ 1 


OCOOMe 


5-indolvl 


NH 


propyl 

F A u rJ fJ 


OCOOMe 


6-indolvl 


NH 


DroDvl 


OCOOMe 


5 -b enzi mi dazo 1 vl 


NH 


propyl 

F* v rJ 1 


OCOOMe 


2-benzofuryl 


NH 


propyl 


OCOOMe 


3-indazolyl 


NH 


propyl 


OCOOMe 


2-benzoxazolyl 


NH 


propyl 


OCOOMe 


4-fluoro- 1 -naphthyl 


NH 


propyl 


OCOOMe 


5-chloro-2-thienyl 


NH 


propyl 


OCOOMe 


4-methyl- 1 -naphthyl 


NH 


propyl 


OCOOMe 


1 -methyl-2-pyrrolyl 


NH 


propyl 


OCOOMe 


2-methyl-3-furyl 


NH 


propyl 


OCOOMe 


5-methyl-2-thienyl 


NH 


propyl 


OCOOMe 


4-methy 1-5 -imi dazolyl 


NH 


propyl 


OCOOMe 


l-methyl-3- indolyl 


NH 


propyl 


OCOOMe 


2-methoxy-l -naphthyl 


NH 


propyl 


OCOOMe 


3-methoxy-2 -naphthyl 


NH 


propyl 


OCOOMe 


6-ethoxy-2-naphthyl 


NH 


propyl 


OCOOMe 


5 -methoxy-3 -indolyl 


NH 


propyl 


OCOOMe 


1 ,4-dimethoxy-2 -naphthyl 


NH 


propyl 


OCOOMe 


5,6-dimethoxy-2 -indolyl 


NH 


propyl 


OCOOMe 


5-methoxy-l-methyl-2-indolyl 



83 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


NH 


propyl 


OCOOEt 


1-naphthyl 


NH 


propyl 


OCOOEt 


2-naphthyl 


NH 


propyl 


OCOOEt 


2-pyrrolyl 


NH 


propyl 


OCOOEt 


3-pyrrolyl 


NH 


propyl 


OCOOEt 


2-furyl 


NH 


propyl 


OCOOEt 


3-fiiryl 


NH 


propyl 


j OCOOEt 


2-thienyl 


NH 


propyl 


OCOOEt 


3-thienyl 


NH 


propyl 


OCOOEt 


3-pyrazolyl 


NH 


propyl 


OCOOEt 


4-pyrazolyI 


NH 


propyl 


OCOOEt 


2-imidazolyl 


NH 


propyl 


OCOOEt 


4-imidazolyl 


NH 


propyl 


OCOOEt 


2-oxazolyl 


NH 


propyl 


OCOOEt 


4-oxazolyl 


NH 


propyl 


OCOOEt 


5-oxazolyl 


NH 


propyl 


OCOOEt 


2-thiazolyl 


NH 


propyl 


OCOOEt 


4-thiazolyl 


NH 


propyl 


OCOOEt 


5-thiazoiyl 


NH 


propyl 


OCOOEt 


2-pyrimidiiryl 


NH 


propyl 


OCOOEt 


4-pyrimidinyl 


NH 


propyl 


OCOOEt 


5-pyrimidinyl 


1 NH 


propyl 


OCOOEt 


2-indolyl 


NH 


propyl 


OCOOEt 


3-indolyl 


NH 


propyl 


OCOOEt 


5-indolyl 


NH 


propyl 


OCOOEt 


6-indolyl 


NH 


propyl 


OCOOEt 


5-benzimidazolyl 


NH 


propyl 


OCOOEt 


2-benzofuryl 


NH 


propyl 


OCOOEt 


3-indazolyl 


NH 


propyl 


OCOOEt 


2-benzoxazolyl 


NH 


propyl 


OCOOEt 


4-fluoro- 1 -naphthyl 


NH 


propyl 


OCOOEt 


5-chloro-2-thienyl 


NH 


propyl 


OCOOEt 


4-methyl- 1 -naphthyl 


NH 


propyl 


OCOOEt 


l-raethyl-2-pyrrolyl 


NH 


propyl 


OCOOEt 


2-methyl-3-furyl 


NH 


propyl 


OCOOEt 


5-methyl-2-thienyl 


NH 


propyl 


OCOOEt 


4-methyl-5-imidazolyl 


NH 


propyl 


OCOOEt 


l-methyl-3-indolyl 


NH 


propyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


NH 


propyl 


OCOOEt 


3 -methoxy-2-naphthyl 


NH 


propyl 


OCOOEt 


6-ethoxy-2-naphthyl 


NH 


propyl 


OCOOEt 


5-methoxy-3 -indolyl 


NH 


propyl 


OCOOEt 


l^-dimethoxy^-naphthyl 


NH 


propyl 


OCOOEt ! 


5,6-dimethoxy-2-indolyl 


NH 


propyl 


OCOOEt 


5-methoxy-l »methyl-2 -indolyl 



84 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


NH 


n-butyl 


OH 


1 -naphthyl 


NH 


n-butyl 


OH 


2-naphthyl 


NH 


n-butyl 


OH 


2-pyrrolyl 


NH 


n-butyl 


OH 


3-pyrrolyl 


NH 


n-butyl 


OH 


2-furyl 


NH 


n-butyl 


OH 


3-furyl 


NH 


n-butyl 


OH 


2-thienyl 


NH 


n-butyl 


OH 


3-thienyl 


NH 


n-butyl 


OH 


3-pyrazolyl 


NH 


n-butyl 


OH 


4-pyrazolyl 


NH 


n-butyl 


OH 


2-imidazolyl 


NH 


n-butyl 


OH 


4-imidazolyl 


NH 


n-butyl 


OH 


2-oxazolyl 


NH 


n-butyl 


OH 


4-oxazolyl 


NH 


n-butyl 


OH 


5-oxazolyl 


NH 


n-butyl 


OH 


2-thiazolyl 


NH 


n-butyl 


OH 


4-thiazolyl 


NH 


n-butyl 


OH 


5-thiazoiyl 


NH 


n-butyl 


OH 


2-pyrimidinyl 


NH 


n-butyl 


OH 


4-pyrimidinyl 


NH 


n-butyl 


OH 


5-pyrimidinyl 


NH 


n-butyl 


OH 


2-indolyl 


NH 


n-butyl 


OH 


3-indolyl 


NH 


n-butyl 


OH 


5-indolyl 


NH 


n-butyl 


OH 


6-indolyl 


NH 


n-butyl 


OH 


5-benzimidazolyl 


NH 


n-butyl 


OH 


2-benzofuryl 


NH 


n-butyl 


OH 


3-indazolyl 


NH 


n-butyl 


OH 


2-benzoxazolyl 


NH 


n-butyl 


OH 


4-fluoro- 1 -naphthyl 


NH 


n-butyl 


OH 


5-chloro-2-thienyl 


NH 


n-butyl 


OH 


4-methyl- 1 -naphthyl 


NH 


n-butyl 


OH 


1 -methyl-2-pyrrolyl 


NH 


n-butyl 


OH 


2-methyl-3-furyl 


NH 


n-butyl 


OH 


5-methyl-2-thienyl 


NH 


n-butyl 


OH 


4-methyl-5-imidazolyl 


NH 


n-butyl 


OH 


l-methyl-3-indolyl 


NH 


n-butyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


n-butyl 


OH 


3-methoxy-2-naphthyl 


NH 


n-butyl 


OH 


6-ethoxy-2-naphthyl 


NH 


n-butyl 


OH 


5-methoxy-3 -indolyl 


NH 


n-butyl 


OH 


1 ,4-dimethoxy-2 -naphthyl 


NH ( 


n-butyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


n-butyl 


OH 


5-methoxy-l -methyl-2-indolyl 



85 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


n-butyl 


OCOOMe 


1-naphthyl 


NH 


n-butyl 


OCOOMe 


2-naphthyl 


NH 


n-butyl 


OCOOMe 


2-pyrrolyl 


NH 


n-butyl 


OCOOMe 


3-Dvrrolvl 


NH 


n-butyl 


OCOOMe 


2-furyl 


NH 


n-butyl 


OCOOMe 


3 -fury 1 


NH 


n-butyl 


OCOOMe 


2-thienyl 


NH 


n-butyl 


OCOOMe 


3-thienyl 


NH 


n-butyl 


OCOOMe 


3-pyrazolyl 


NK 


n-butyl 


OCOOMe 


4-pyrazolyl 


NH 


n-butyl 


OCOOMe 


2-imidazolyl 


NH 


n-butyl 


OCOOMe 


4-imidazolyl 


NH 


n-butyl 


OCOOMe 


2-oxazolyl 


NH 


n-butyl 


1 OCOOMe 


4-oxazolyl 


NH 


n-butyl 


OCOOMe 


5-oxazolvI 


NH 


n-butyl 


OCOOMe 


2-thiazoIvI 


NH 


n-butyl 


OCOOMe 


4-thiazolvl 


NH 


n-butyl 


OCOOMe 


5-thiazolvl 


NH 


n-butyl 


OCOOMe 


2 -d vrimidin vl 


NH 


n-butyl 


OCOOMe 


4-Dvrimidiiwl 


NH 


n-butyl 


OCOOMe 


5 -Dvrimidin vl 


NH 


n-butyl 


OCOOMe 


2-indolyl 


NH 


n-butyl 


OCOOMe 


3-indolyl 


NH 1 


n-butyl 


OCOOMe 


5-indolyl 


NH 


n-butyl 


OCOOMe 


6-indolyl 


NH 


n-butyl 


OCOOMe 


5 -benzimidazolyl 


NH 


n-butyl 


OCOOMe 


2-benzofuryl 


NH 


n-butyl 


OCOOMe 


3-indazolyl 


NH 


n-butyl 


OCOOMe 


2-benzoxazolyl 


NH 


n-butyl 


OCOOMe 


4-fluoro- 1 -naphthyl 


NH 


n-butyl 


OCOOMe 


5-chloro-2-thienyl 


NH 


n-butyl 


OCOOMe 


4-methyl- 1 -naphthyl 


NH 


n-butyl 


OCOOMe 


l-methyl-2-pyrrolyl 


NH 


n-butyl 


OCOOMe 


2-methyl-3-furyl 


NH 


n-butyl 


OCOOMe 


5-methyl-2-thienyl 


NH 


n-butyl 


OCOOMe 


4-methyl-5-imidazolyl 


NH 


n-butyl 


OCOOMe 


l-methyl-3-indolyl 


NH 


n-butyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


NH 


n-butyl 


OCOOMe 


3-methoxy-2-naphthyl 


NH 


n-butyl 


OCOOMe 


6-ethoxy-2-naphthyl 


NH 


n-butyl 


OCOOMe 


5-methoxy-3 -indo ly 1 


NH 


n-butyl 


OCOOMe 


1 ,4-diniethoxy-2-naphthy 1 


1 NH 


n-butyl 


OCOOMe 


5 9 6-dimethoxy-2-indoly] 


NH 


n-butyl 


OCOOMe 


5-methoxy-l -methyl-2-indolyl 



86 



WO 02/085905 



PCT/JP02/03727 



X 


R ! 


R 2 


Y 


i NH 


n-butyl 


OCOOEt 


1-naphthyl 


NH 


n-butyl 


OCOOEt 


2-naphthyl 


NH 


n-butyl 


OCOOEt 


2-pynolyl 


NH 


n-butyl 


OCOOEt 


3-pyrrolyl 


NH 


n-butyl 


OCOOEt 


2-furyl 


NH 


n-butyl 


OCOOEt 


3-fiiryl 


NH 


n-butyl 


OCOOEt 


2-thienyl 


NH 


n-butyl 


OCOOEt 


3-thienyl 


NH 


n-butyl 


OCOOEt 


3-pyrazolyl 


NH 


n-butyl 


^ OCOOEt 


4-pyrazolyl 


NH 


n-butyl 


OCOOEt 


2-imidazolyl 


NH 


n-butyl 


OCOOEt 


4-imidazolyl 


NH 


n-butyl 


| OCOOEt 


2-oxazolyl 


NH 


n-butyl 


OCOOEt 


4-oxazolyl 


NH 


n-butyl 


OCOOEt 


5-oxazolyl 


NH 


n-butyl 


OCOOEt 


2-thiazolyl 


NH 


n-butyl 


OCOOEt 


4-thiazolyl 


NH 


n-butyl 


OCOOEt 


5-thiazolyl 


NH 


n-butyl 


OCOOEt 


2-pyrimidinyl 


NH 


n-butyl 


OCOOEt 


4-pyrimidinyl 


NH 


n-butyl 


OCOOEt 


5-pyrimidinyl 


NH 


n-butyl 


OCOOEt 


2-indolyl 


NH 


n-butyl 


OCOOEt 


3-indolyl 


NH 


n-butyl 


OCOOEt 


5-indolyl 


NH 


n-butyl 


OCOOEt 


6-indolyl 


NH 


. n-butyl 


OCOOEt 


5-benzimidazolyl 


NH 


n-butyl 


OCOOEt 


2-benzofuryl 


NH 


n-butyl 


OCOOEt 


3-indazolyl 


NH 


n-butyl 


OCOOEt 


2-benzoxazolyl 


NH 


n-butyl 


OCOOEt 


4-fluoro- 1 -naphthy 1 


NH 


n-butyl 


OCOOEt 


5-chloro-2-thienyl 


NH 


n-butyl 


OCOOEt 


4-methyl- 1 -naphthyl 


NH 


n-butyl 


OCOOEt 


1 -methyl-2-pyrrolyl 


NH 


n-butyl 


OCOOEt 


2-methyl-3-furyl 


NH 


n-butyl 


OCOOEt 


5-methyl-2-thienyl 


NH 


n-butyl 


OCOOEt 


4-methyl- 5 -imidazoly 1 


NH 


n-butyl 


OCOOEt 


l-methyl-3-indolyl 


NH 


n-butyl 


OCOOEt 


2-methoxy-l -naphthyl 


NH 


n-butyl 


OCOOEt 


3-methoxy-2-naphthyl 


NH 


n-butyl 


OCOOEt 


6-ethoxy-2-naphthyl 


NH 


n-butyl 


OCOOEt 


5-methoxy-3-indoIyl 


NH 


n-butyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthy 1 


NH 1 


n-butyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


NH 


n-butyl 


OCOOEt 


5-methoxy- 1 -methyl-2-indoly I 



87 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


NH 


n-pentyl 


OH 


l-n&Dxxthvl 


NH 


n-pentyl 


OH 


2-nanhthvl 

X» AJ UjLSAA VAX J A 


NH 


n-pentyl 


OH 


2-TWTTolvl 


NH 


n-nentvl 

AA VVii A 


OH 


3-twttoIvI 


NH 


n-nentvl 

JUL UvlllYl 


OH 

wll 


^» XUX Jf 1 


NH 


n-nentvl 

XX p vXlvjr 1 


OH 

wl X 


3-frirvl 

J IIU jr 1 


NH 


n-nentvl 


OH 


7-thienvl 

ixxiCiiy 1 


NH 


n -r»f*Ti tvl 

11 L/dlLjrl 


OH 


J-UllCxxjri 


NH 


n-npntvl 

11 JUdJ.lJrl 


OH 

vii 


j-pyiazuiyi 


NH 

IN A J. 


n-npntvl 
ii-pcmy i 


OH 


h -py rozo iy i 


NH 
inxx 


Ix-poixiyi 


V/xl 


Z-lQllUaZOiyi 


IN i 1 


n»npntvl 

ju-peixiyx 




H- 1x111 UaZOJy 1 


NH 


n-TIPTltvl 
11 pwliy J 


OH 

wil 


v AiLtU iy 1 


NH 


n-npntvl 
ii pvxiiyx 


OH 
vii 


*T-uA<iXiOiyi 


NH 


ix-pomy l 


un 


j-uxazoiyi 


NH 

IN 11 


n— Tipirfv/I 
11 pciliyi 


OH 

WAX 


z-imazoiyi 


NH 


n~npntv1 
xi polity I 


OH 

VJll 


/1_tTi i o*»/"»lx7l 

H-llxlaZOiyi 


AN XX 


11-p CJULjf 1 


OH 


-)-iniazoiyi 


NH 

IN J. J. 


n pcniy i 


OH 


z-pyrimi ainy i 


NH 

IN X 1 


xi-pcuty 1 


OH 


H-pyruniainyi 


i NH 

IN 11 


xi-pouty I 


OH 


d -pyriiiiiuiny i 


NH 

IN 11 


u-poiity l 


OH 


z-inaoiyi 


NH 


n— tipntvl 
U-pcxlty I 


OH 
un 


^ 1 /n 1 \/l 

j-inaoiyi 


IN XI 


xi-pciiiyx 


OH 


j-inaoiyi 


NH 


n— T>pn+v1 
xx pent 1 


OH 
un 


o-maoiyi 


NH 


nwnpntvl 
xx pen i y i 


OH 

VJll 


j - 0 cuzj. m i uazo iy 1 


NH 


Tl«»npntv1 


OH 


0 •. K» (A T\ Vf\ *fi 1 T\l 1 

^- ucflzoiury 1 


NH 


n-nentvl 

xi pwxxtyx 


OH 

UIX 


3— inHn^rolvl 
J - xxlUcU6U iy 1 


NH 


n-nentvl 

xx pwixtjrx 


OH 

un 


*7-/hpn ynvftTnli/l 
z. - u CHZ.U Aa>cuiy 1 


NH 


n-Dentvl 


OH 


4-"flii firo- 1 -nanlitlivl 
r iiuuiu x xiopuuiyi 


NH 


n-nentvl 


OH 


S — fi h 1 nm- 1 ? -t Vi 1 pnvl 

J wlllUi V/ 6 Ullwiljrl 


NH 


n-pentyl 


OH 


4-methvl- 1 -n anhthvl 


NH 


n-pentyl 


OH 


1 -Tnethvl-2-nviToIvl 

x xxxwuijrx a* sr J J 


NH 


n-pentyl 


OH 


2-methvl-3-fiirvl 


NH 


n-pentyl 


OH 


5-methvl-2~thienvl 

— ' AAA\ftJA.J A A> UilVjJTl 


NH 


n-pentyl 


OH 


4-methyl-5-imidazolyl 


NH 


n-pentyl 


OH 


l-methyl-3-indolyl 


NH 


n-pentyl 


OH 


2-methoxy- 1 -naphthy 1 


NH 


n-pentyl 


OH 


3 -methoxy-2-naphthy 1 


NH 


n-pentyl 


OH 


6-ethoxy-2-naphthyl 


NH 


n-pentyi 


OH 


5-methoxy-3-indolyl 


NH 


n-pentyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


NH 


n-pentyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


n-pentyl 


OH 


5-methoxy-l -methyl-2-indolyl 



88 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


NH 


n-pcntyl 


OCOOMe 


1 -nanhthvl 

X UUUiiUIJ X 


NH 


n-pentyl 


OCOOMe 


1 -nanhthvl 

i- XlO^/XXVXXj X 


NH 


n-nentvl 


OCOOMe 


0 -Tivrrn 1 vl 
x» pyiUJj yx 


NH 


n-nentvl 
xi ivvxiijr x 


OCOOMe 


J"pyiTUxyi 


NH 

AlXI 


n-TipTitvl 
ii poin.yi 


OCOOMe 


9-fiirvl 

z-iuxyi 


NH 

IN XX 


TI-HPTltvl 

Ji~pvXiijri 


OCOOMe 


o_A irv i 
j-iuryx 


NH 

IN XX 


Yl-TlPTI+vl 

xi-peiKy i 


OCOOMe 


z-inieiiyi 


NH 

IN XX 


n-peiiiyi 


OPOOMp 


j-xnienyi 


i inxx 


« .nan tvl 

n-peiHyi 


opoomp • 

UvvviVIC 


j-pyrazoiyi 


NH 
inxx 


H-peniyi 


Vy V/ vyiVIC 


H-pyrazoiyi 


NH 


n-peniyi 


OPOOMp 


z-uniaazoiyi 


NH 

l AN XX 


Tl — Tl PT1 +V 1 

U-pCXXljri 


OPODMp 

V-/V-/\-/ V-/IVXC 


*f-iniiaazoiyi 


NH 


Tl-TlPH+vI 
Xl**pCXlLjfl 


opoomp 


z-oxazoiyi 


NH 


n— tipti+vI 

ii-pejiiyi 


! opoomp 


/I AVQIAIIII 

4-oxazoiyi 


NH 

IN XX 


Tl— TlPTITVl 
II~PCXllJf 1 


OPOOMp 


^ AVQ7AI1M 

*>-OAaZOiyi 


NH 

IN XX 


tl— Tl ATI TV I 

xi-pciiiyi 


OPOOIvTp 


Z-lJllaZOiy J 


NH 

IN XX 


n-peniyji 


OPOOMp 


*f-iniazoiyj 


NH 
In xx 


n-pcmyi 


OPOOMp 


D-XniaZOxyi 


NH 

IN XX 


n-pciiiyi 


OPOOMp 


z-pyruniaiuyi 


NH 

XNXl 


n-peniyi 


OPOOMp 


4-pyrunidinyl 


NH 

IN XX 


n _ti t* n Tv 1 

n-pcniyi 


OPOOMp 


j -pyrin* i amy i 


NH 

IN XA 


n-peniyi 


OPOOMp 


z-inooiyi 


NH 

IN XX 


Tl— TlPIl+vl 

ii-pcmyi 


OPOOMp 


j-inaoiyi 


1 NH 

IN XX 


ti _ yy o n / 1 

Erponiy i 


OPOOMp 


D-inaoiyx 


NH 

IN XX 


Tl— TIPll'tvl 

ii" pen ly i 


OPOOMp 


o-inaoiyi 


NH 

IN XX 


TImTIPTI+vI 

xi"*pciiiy I 


OPOOMp 


D - UCJuZxIIl lUaZO iy I 


NH 

IN XX 


Tl-TiPTltv1 

ii-pvix tyi 


OPOOMp 


z.- ucii/u iury i 


NH 


n-npntvl 


OPOOMe 


^ »iii H fl ta 1 vl 

j -muaiU iy i 


NH 


n-nentvl 
ii i/oiiiyi 


OPOOMe 


9 — fi pn *7riY n *7A I v I 
z.- uciiibUAa *.u iy x 


NH 


n-nentvl 

XI JJvllkjrA 


OCOOMe 

v«y w v/ ^y xvi w 


4-"FliiAfn- 1 -nnnVitlivl 
*r xiuviti x xiapnixiyx 


NH 


n-nentvl 


OCOOMe 


1 nro-9 -t Vi i pti vl 
•j wiiiui v £* ixxiwixyx 


NH 


n-pentyl 


OCOOMe 


4-methvI-l -nanhthvl 

» ***wixjijr* m. xxtxyjxxvxxy x 


NH 


n-pentyl 


OCOOMe 


1 -methvl-2-nvrrolvl 


NH 


n-pentyl 


OCOOMe 


2-methvl-3 -fiirvl 


NH 


n-pentyl 


OCOOMe 


5-methvl-2-thienvl 


NH 


n-pentyl 


OCOOMe 


4-methyl-5-imidazolyl 


NH 


n-pentyl 


OCOOMe 


l-methyl-3-indolyl 


NH 


n-pentyl 


OCOOMe 


2-methoxy- 1 -naphthy 1 


NH 


n-pentyl 


OCOOMe 


3 -metlioxy-2-naphthy 1 


NH 


n-pentyl 


OCOOMe 


6-ethoxy-2-naphthyl 


NH 


n-pentyl 


OCOOMe 


5-methoxy-3-indolyl 


NH 


n-pentyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


NH 


n-pentyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


NH 


n-pentyl 


OCOOMe 


5-methoxy- 1 -methyl-2-indolyl 



89 



WO 02/085905 



PCT/JP02/03727 





R 1 


R 2 


v 

i 


11X1 


ti-nptitvl 

11 U vllljr 1 


OCOOEt 


1 — rmriVit Vl vl 
in <*pii my i 


XTTJ 
IN XI 


n-pentyi 


ornoRt 


z-ndpniJiyi 


IN XI 


n-pcniyi 


nrnnRt 


z-pyrroiyx 


vu 

AN XI 


o-peniyi 




3-pyrrolyl 


IN XI 


n-pcntyi 


Ul^wWXll 


z-ruryx 


VfLT 
IN XT 


n-peniyx 




O £.-,.1 


XTTT 

rNJtl 


n-peniyi 


UULJVJxil 


z-tnienyx 


xttt 
IN XI 


n-peniyx 


npfwn* 

UCL/Uxil 


j-tnienyx 


XNxl 


n-pentyl 




3-pyrazolyl 


XTTT 

INxl 


n-pentyl 




4-pyrazoIyl 


XTTT 

XNxl 


n-pentyl 




2-imidazolyl 


XNxl 


n-pentyl 




4-imidazolyl 


vrtJ 
INxl 


n-pentyl 




2-oxazolyl 


XNxl 


n-pemyx 




4-oxazolyl 


XNxl 


n-pentyl 


ULUUtii 


5-oxazolyl 


xttj 
Nxi 


n-pentyl 


UCUUxit 


2-tniazolyl 


TJTT 

XNxl 


n-pentyl 


UL/UUxit 


4-tniazciyi 


xttj 
XNxl 


n-pentyl 




5-tiiiazolyX 


xrur 
XNxl 


n-pentyl 


UCUUxit 


2-pyrimidinyl 


xm 
XNxl 


n-pentyl 


uuuunt 


4-pyrimidinyl 


XTTJ 

XNU 


n-pentyl 


ocuubt 


5-pyrimidinyl 


XTUf 

XNxl 


n-pentyl 


UUUUJtlt 


2-inaoJyl 


XTtI 

XNxl 


n-pentyl 


UCUUJ&t 


3-inaolyl 


XTTT 

XNxl 


n-pentyl 




5-inaoiyX 


XTXJ 
XNxl 


n-pentyl 


(JCUUxit 


o-maoXyX 


XTTT 

XNXl 


n-penxyx 




5-benzimidazolyl 


XTTT 

INxl 


n-peniyx 




2-benzofuryl 


XTTT 
IN XI 


n-pentyx 




3-indazolyl 


XTTT 
IN XI 


ii-peiiiyi 




2-benzoxazolyl 


XTTT 

IN XI 


n-peniyi 


L/^UUxil 


*f-ixuoro- x -napnuiyi 


IN XT 


ii-pcuiyi 




j - cnioro -z-xnieny i 


NH 

HXl 


11 p wily 1 




H-jiiouiyi- 1 -uapninyi 


NH 


n-npntvl 
ii-pwiiy 1 


V/v^vv/Xil 


i -me my a -pyrroiyi 


NH 


u JJwliyi 




-uu c my i- j - 1 ury l 


NH 


n-nentvl 

11 JJWliyi 


OCOOFt 


- in w uiy i ^ - mi wii y l 


NH 


n-pentyl 


OCOOEt 


4-methyl-5 -imidazolyl 


NH 


n-pentyl 


OCOOEt 


1 -methy 1-3 -indolyl 


NH 


n-pentyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


NH 


n-pentyl 


OCOOEt 


3-methoxy-2-naphthyl 


NH 


n-pentyl 


OCOOEt 


6-ethoxy-2-naphthyl 


NH 


n-pentyl 


OCOOEt 


5-methoxy-3 -indolyl 


NH 


n-pentyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthy 1 


NH 


n-pentyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


NH 


n-pentyl 


OCOOEt 


5-methoxy-l -methyl-2-indolyI 



90 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


o 


propyl 


OH 


1-naphthyl 


0 


propyl 

Jr * J * 


OH 


2-naphthyl 


0 


propyl 


OH 


2-Dvrrolvl 


o 


DroDvl 


OH 


3-ovrrolvl 


o 


oroovl 


OH 


2-furyl 


o 


F 1 U r/ A 


OH 


3-furvl 


o 


oroovl 


OH 


9-fh if»nvl 


o 


oroovl 


OH 


3-trtipnvI 


o 


oroovl 
piupyi 


OH 


Q »TTl/rJl 7f\ X\j\ 


o 


pivpyi 


OH 


*t ~p y i m w i y i 


o 


oroovl 
pi upyi 


OH 


^-imiHjiTfklvl 

lllllsLAZAJiy 1 


o 


Droovl 
pi upyi 


OH 


JL»t m i rl a ^nl vl 
*t nui ucu>u iy i 


o 


Droovl 

pi vpyi 


OH 


2-oxa7:olvl 


o 


oroovl 
piupyi 


OH 


4-OTf JlTOlvl 
*T 1/ A(UiU A V 1 


o 


oroovl 
prupyi 


OH 


j - u Aoiu iy i 


o 


nroovl 
piupyi 


OH 


7 -tVi i a •zr* 1 vl 
z, lii yxllaj ly i 


o 


oroovl 
F 1 u Fj a 


OH 


A-ttlin *7rt1v1 

•t -uiLuzAjiy i 


0 


prupyi 


OH 


^ _tn in *7r\ 1 vl 
«/ U 1 la £U X jr 1 


o 


oroovl 
piupyi 


OH 


F J iiniuniy 1 


o 


oroovl 
piupyi 


OH 
\jxx 


A-r* vri m i rlin vl 
1 *r"pjri liinuinyi 


o 


oroovl 
piupyi 


OH 


-nvr i m i Hi n v I 

j p y i ituiuiiiy 1 


o 


nronvl 

pi v/p Jf 1 


OH 


z.-niu.uiy l 


o 


oroovl 
piupyi 


OH 


3-ioHnlvl 
j juiu.uiy i 


o 


oroovl 
piupyi 


OH 


^.-inH r»1 vl 
j -iJ.iu.ujLy i 


o 


oroovl 


OH 


fi- in/lnlvl 
u~jjiuuiyi 


o 


oroovl 
pivpyi 


OH 


^ -h#*n *7i m i rl si *7nl vl 
j u chzj i u j i LidZiUiy i 


o 


oroovl 


OH 


x. "vciubuiui y & 


o 


oroovl 


OH 


^-"iridayolvl 


o 


Droovl 


OH 


5-hen70xa!7olvl 


o 


oroovl 

F* W FJ* 


OH 


4-fluoro- 1 -naohthvl 


0 


propvl 


OH 


5-cliloro-2 -thieny 1 


0 


propyl 


OH 


4 -methyl- 1 -naphthy 1 


o 


propyl 


OH 


1 -methvl-2-Dvrrolvl 

A AAAwfcAAJA J J 


o 


propyl 


OH 


2-methyl-3-furyl 


0 


propyl 


OH 


5 -methyl-2-thienyl 


0 


propyl 


OH 


4-methyl-5-imidazolyl 


0 


propyl 


OH 


l-methyl-3-indolyl 


0 


propyl 


OH 


2-methoxy-l -naphthyl 


0 


propyl 


OH 


3-methoxy-2-naphthyl 


0 


propyl 


OH 


6-ethoxy-2-naphthyl 


0 


propyl 


OH 


5-methoxy-3-indolyl 


0 


propyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


0 


propyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


propyl 


OH 


5-methoxy- 1 -methy 1-2-indoIyl 



91 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


0 


propyl 


OCOOMe 


1 -naphthy 1 


0 


propyl 


OCOOMe 


2-naDhthvl 


0 


propyl 


OCOOMe 


2-nvrrolvl 

<£• pjrAlVrljrl 


0 


propyl 


OCOOMe 


3-nvrrolvl 


0 


propyl 

F* rJ *■ 


OCOOMe 


x» AUA Jf 1 


o 


propyl 

r 1 "F J x 


OCOOMe 


j-imyi 


o 


oroovl 


OCOOMe 


z-uiiciiyi 


o 


propyl 

F A ^rJ x 


OCOOMe 


*3 ..fit i pti vl 

J "LUlwiiy 1 


o 


propyl 


OCOOMe 


J -py I aZU iy 1 


o 


DroDvl 

pAvpyA 


OCOOMe 


*r-pyrd.zuiyi 


o 


Droovl 


OCOOMe 


x-iiiiiUaZ.UiyJl 


o 


propyl 
F* v yj l 


OCOOMe 


4 -i rri i H a t r» 1 v/l 
*t inn iicUbUiyi 


o 


nroDvl 


OCOOMe 

V_/ V_/ \_/ V-/ J.VJL w 


O _oyq 7fi1 \/1 


o 


propyl 

F* "r/ * 


OCOOMe 


/l-rwavnlvl 
*t**uA<*/iuiy i 


o 


nronvl 


OCOOMe 


«A"UA<izoiyi 


o 


oronvl 


OCOOMe 


z-miazoiyi 


o 


Droovl 


OCOOMe 


*t- ID 1 aZOiy 1 


o 


Dronvl 

piupyA 


OCOOMe 


j • in lazo ly l 


o 


Droovl 


OCOOMe 


O _n\r»*i TTft i H in\/1 

A~py r jjni uiny i 


o 


proDvl 


OCOOMe 


*f- pyrmnumyi 


o 


Dronvl 

pAvpyx 


OCOOMe 


j py riiuiuiny i 


o 


oronvl 

piupyi 


OCOOMe 


O-inHnlt/l 

z~inuoiyi 


o 


nrowvl 

pAvpyx 


OCOOMe 


j-muoiyi 


o 


oronvl 


OCOOMe 


j-iiitiuiyi 


o 


Droovl 
F 1 U F./ 1 


OCOOMe 


n_iTi It/I 

I □"lnaoiyi 


o 


oroovl 


OCOOMe 


^-UwUZj.niiu.az.uiyi 


o 


oroovl 

F A U F / 1 


OCOOMe 


0-.V\(a-n 7ftfiirvl 

jC"Uwiiiuiuryi 


o 


oroovl 

F 1 u rJ f z 


OCOOMe 


^-i-nHamlvl 
~ Ail uolu ly i 


0 


propyl 

F x W F ./ * 


OCOOMe 




o 


propyl 


OCOOMe 


4-flnoro-l -naDlithvl 

» AAUwM \J 1 AiapAlUAjr A 


o 


propyl 


OCOOMe 


5-chloro-2-thienvl 

w vlllvi w ^ UJlvllJl 


o 


propyl 


OCOOMe 


4-methyl- 1 -naphthyl 


o 


propyl . 


OCOOMe 


1 -methvl-2-DvrroIvl 


o 


propyl 


OCOOMe 


2-methvl-3 -furvl 


0 


propyl 


OCOOMe 


5 -methy 1-2-thieny 1 


! o 


propyl 


OCOOMe 


4-methyl-5-imidazolyl 


0 


propyl 


OCOOMe 


1 -methyl-3 -indolyl 


0 


propyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


0 


propyl 


OCOOMe 


3-methoxy-2-naphthyl 


0 


propyl 


OCOOMe 


6-ethoxy-2-naphthyl 


0 


propyl 


OCOOMe 


5-methoxy-3 -indolyl 


0 


propyl 


OCOOMe 


l^-dimethoxy^ -naphthyl 


0 


propyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


0 


propyl 


OCOOMe 


5-methoxy-l-methyl-2-indolyl 



92 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 1 


Y 


0 


propyl 


OCOOEt 


1-naphthyl 


o 


propyl 


OCOOEt 


2-naphthyl 


0 


propyl 


OCOOEt 


2-pyrrolyl 


0 


propyl 


OCOOEt 


3-pyrrolvl 


0 


propyl 

Jr r J 


OCOOEt 


2-furyl 


0 


propyl 


OCOOEt 


3-furyl 


0 


propyl 


OCOOEt 


2-thienyl 


o 


propyl 

Jr r J * 


OCOOEt 


3-thienvl 


0 


propyl 

r* v JrV * 


OCOOEt 


3-tyvrazoIvl 


0 


propyl 


OCOOEt 


4-Dvrazolvl 


0 


propyl 

r* rJ * 


OCOOEt 


2-imidazolyl 


o 


propyl 


OCOOEt 


4-inridazolyl 


o 


propyl 

r* "r/ * 


OCOOEt 


2-oxazolyl 


0 


propyl 


OCOOEt 


4-oxazolyl 

« VA 1 * WAT A 


o 


propyl 
if* *ffj * 


OCOOEt 


5-oxazolvl 


0 


propyl 

r* v sfJ * 


OCOOEt 


2-thiazolvl 


0 


propyl 


OCOOEt 


4-thiazolvl 


0 


propyl 

r* rJ 1 


OCOOEt 


5-thiazolvl 


0 


propyl 


OCOOEt 


2-Tyvriniidinvl 


o 


propyl 

if Jr 


OCOOEt 


4 -t> vri m i di n vl 


0 


propyl 

Jr * TJ * 


OCOOEt 


5 -d vriiri i din v 1 


o 


propyl 

* IT J 


OCOOEt 


2-indolvl 


0 


propyl 


OCOOEt 


3-indolyl 


o 


propyl 

Jr * u r; * 


OCOOEt 


5-indolvl 


o 


propyl 

If* rJ * 


OCOOEt 


6-indolvl 


0 


propyl 

if* r J * 


OCOOEt 


5-benzimidazolvl 


o 


propyl 


OCOOEt 


2-benzof\irvi 


o 


propyl 

r* *fJrJ * 


OCOOEt 


3-indazolyl 


0 


propyl 

Jr A v Jr J * 


OCOOEt 


2-benzoxazolyl 


o 


propyl 


OCOOEt 


4-fluoro-l -aaphthyl 


o 


propyl 


OCOOEt 


5-chloro-2-thienyl 


o 


propyl 


OCOOEt 


4-methyl- 1 -naphthy 1 


0 


propyl 


OCOOEt 


1 -methyl-2-pyrrolyl 


o 


propyl 


OCOOEt 


2-methy 1-3 -fury 1 


o 


propyl 


OCOOEt 


5-methyl~2-thienyl 


o 


propyl 


OCOOEt 


4-methyl-5-imidazoIyl 


o 


propyl 


OCOOEt 


l-methyl-3-indolyl 


0 


propyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


0 


propyl 


OCOOEt 


3 -methoxy -2-naphthyl 


0 


propyl 


OCOOEt 


6-ethoxy-2 -naphthyl 


0 


propyl 


OCOOEt | 


5-methoxy-3-indolyl 


0 


propyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthyl 


0 


propyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


0 


propyl 


OCOOEt 1 


5-methoxy-l -methyl-2-indolyl 



93 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


0 


n-butyl 


OH 


1-naphthyl 


0 


n-butyl 


OH 


2-naphthyl \ 


0 


n-butyl 


OH 


2-pyrrolyl. 


0 


n-butyl 


OH 


3-nyrrolvl 


0 


n-butyl 


OH 


2-furyl 


o 


n-butyl 


OH 


3 -fury 1 


0 


n-butyl 


OH 


2-thienyl 


o 


n-butyl 


OH 


3-thienyl 


0 


n-butyl 


OH 


3-pyrazolyl 


0 


n-butyl 


OH 


4-pyrazolyl 


o 


n-butyl 


OH 


2- imidazoly 1 


0 


n-butyl 


OH 


4-imidazolvl 


o 


n-butyl 


OH 


2-oxazolvl 


0 


n-butyl 


OH 


4-oxazolvl 


o 


n-butyl 


OH 


5-oxazolvl 


0 


n-butyl 


OH 


2-thiazolvl 


0 


n-butyl 


OH 


4-thiazolvl 


0 


n-butyl 


OH 


5-thiazolvl 


0 


n-butyl 


OH 


2-Dvrimidinvl 


0 


n-butyl 


OH 


4-Dvrimidinvl 


o 


n-butyl 


OH 


5 -ovrimi dinvl 


0 


n-butyl 


OH 


2-indolvl 


0 


n-butyl 


OH 


3-indolvl 


0 


n-butyl 


OH 


5-indolvl 


0 


n-butyl 


OH 


6-indolvl 


0 


n-butyl 


OH 


5-benziiriidazolvl 


0 


n-butyl 


OH 


2-benzofurvl 


0 


n-butyl 


OH 


3-indazolvl 


0 


n-butyl 


OH 


2-benzoxazolyl 


0 


n-butyl 


OH 


4-fluoro- 1 -naphthyl 


0 


n-butyl 


OH 


5-cliloro-2-thienyl 


0 


n-butyl 


OH 


4-methyl- 1 -naphthyl 


0 


n-butyl 


OH 


1 -methyl -2-pyrrolyl 


0 


n-butyl 


OH 


2-m e thy 1-3 -fury 1 


0 


n-butyl 


OH 


5-methyl-2-thienyl 


0 


n-butyl 


OH 


4-methyl-5-imidazolyl 


0 


n-butyl 


OH 


l-methyl-3-indolyl 


0 


n-butyl 


OH 


2-methoxy- 1 -naphthyl 


0 


n-butyl 


OH 


3 -methoxy-2 -naphthyl 


o 


n-butyl 


OH 


6-ethoxy-2-naphthyl 


0 


n-butyl 


OH 


5-methoxy-3-indolyl 


0 


n-butyl 


OH 


1 ,4-dimethoxy-2 -naphthyl 


0 


n-butyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


n-butyl 


OH 


5-methoxy- 1 -methy 1-2-indoly 1 



94 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


0 


n-butyl 


OCOOMe 


1-nanhthvl 


o 


n-butyl 


OCOOMe 


0 -ti an fit Iwl 


o 


n-butyl 


OCOOMe 


9-nvrrnlvl 
*>— pyn uiyi 


o 


n-hntvl 


OCOOMe 


^-pyrruiyi 


o 




OCOOMe 


z-iuryi 


o 


ju. uuiy i 


OCOOMe 

W W V./XVJLO 


j-iuryi 


o 


n-V>iitv1 
li U uiy 1 


OCOOMe 


x-Liiiciiyi 


o 


ll"UUiy 1 


OCOOMp 


0 i on 1 

j-Lnienyi 


o 


n- Duty A 




j-pyrazoiyi 


o 


n-ouiyi 


nrnnAyfp 

W V-/ w WlVlo 


/I _t>t. /*"Q t/\ It/1 

H-pyrazoiyi 


r\ 


Ii-DUiyJl 




z-uniaazoiyi 


o 


ii« Duiy i 


ocoomp 


*f - lmiaazo iy j 


o 


n^Duiyi 




z-oxazoiyi 


o 


n—Vvii^\/l 

ii-ouLyi 


ocoomp 


*f-OXaZOiyi 


n 


u-Duiyi 




j-oxazoiyi 


n 


ii-uiuyi 


ocoom** 


z-tniazoiyi 


r\ 

KJ 


n-ouiyi 




4-UllaZOiyi 




n~uuiyi 


ocoom#» 


j-UllaZOiyi 




n-uuiyi 




z -pyriiniiiiny j 


o 


n-ouiyi 




*t -pyriniiuiny j 


n 


u*Duiyi 


• ocoomp 


D-pyrimiuinyi 


n 


n-ouiyi 


ocoomp 


z-inaoiyi 




JU-DULyi 


OCOOMp 


j-maoiyi 




n-DUiyi 




5-indolyl 


n 


u-uuryi 


KJK*yJ\J ]y±G 


o-inaoiyi 


o 


11-1/ Uiy 1 




j-ucnziniiuazoiyi 


Q 


u-uuiyi 


OCOOMp 


0 _ K All T ft i r\f\ 

z-Dciizuiuryi 


Q 


ii-DULyi 


OCOOMp 


j-inuazoiyi 


Q 




OCOOMp 


jL UC11Z.U A. aZ,U i y 1 


o 


n-Hiitvl 


OCOOMe 


4_fl n nrn- 1 -nsmhtlivl 
t™ XJtUvl vf 1 llapiAUiyi 


o 


ij.uuL.yi 


OCOOMe 


S-pVi 1 nrr^-9 -tVi i pti vl 


o 


n-butyl 


OCOOMe 


t in c uiy i — i — nap u uiy i 


o 


n-butyl 


OCOOMe 


1 -Tnethvl-2-nvTTolvl 

X i-Ll w Vkl J 1 X< llvlj 1 


o 


n-butyl 


OCOOMe 


2-methvl-3-furvl 


0 


n-butyl 


OCOOMe 


5-niethvl-2-thienvl 


0 


n-butyl 


OCOOMe 


4-metfayl-5-imidazolyl 


0 


n-butyl 


OCOOMe 


l-methyl-3-indolyl 


o 


n-butyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


0 


n-butyl 


OCOOMe 


3 -methoxy-2-naphthy 1 


0 


n-butyl 


OCOOMe 


6-ethoxy-2-naphthyl 


o 


n-butyl 


OCOOMe 


5-methoxy-3-indolyl 


0 


n-butyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


0 


n-butyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


0 


n-butyl 


OCOOMe 


5-methoxy-l -methyl-2-indolyl 



95 



WO 02/085905 



PCT/JP02/03727 



x 


R l 


R 2 


Y 


o 


n-butyl 


OCOOEt 


1-naohthvl 


o 


n-butyl 


OCOOEt 


2-nanhthvl 


o 


n-butyl 


OCOOEt 

\+S Vw/ V-/ V-/ X-/ v 


2-nviTolvl 

a> J*y 11 v iy X 


o 


n-butyl 


OCOOEt 

V> N-/ 1—t V 


3-nvtrolvl 
«/— py ii vsiyi 


o 


n«-V»ntv1 

JU.-UU.iy 1 


OCOOEt 


O-fhrvl 
z> jl ui y i 


o 




OCOOEt 


«j-iuiy i 


o 


n-Tirttvl 
ju-uuiy i 


OPOOFt 


x-iijucnyi 


o 




OPOOFt 


^-thiAttvl 
j-uiiciiyi 


n 


JU.-UU.iyi 


OPOOFt 

VvvvJOl 


j -py ictiu iy i 


n 


n — hnti/l 
n-uuiyi 


opooFt 


/l _ m/rvk'm 1 v 1 

H-pyiaiuiyi 


n 


n_VMTtt/1 

n^DUtyi 


OPOOFt 


z-iniiuazoiyi 






OPOOFt 


*t-iniiLia<60 iy i 


n 


ii-Duiyi 


opooFt 


Z-OAaZ.Oiyi 


o 




OPOOFt 


t- U AaZiU iy 1 


n 


11— u uiy l 


OPOOFt 


j -u Aa-cu iy i 


o 


ju-uuiyi 


opooFt 


z-iniazo iy l 




n-uuiyji 




*f-ullaZOAyi 


o 


ii*uuiyi 


opooFt 


^ _f"ri 1 a*yn It/1 

j-UllaZOiyi 


n 


U" u uiy i 


OPOOFt 


x-pyr lixiiuiiiyi 


o 


ju-piiiyi 


opoofi- 


^-pyriiQiaiDyi 


o 


n-Duiyi 


opooFt 


^ mn*nn i /^ir»^;! 

d -pyrinu amy a 




EL- Duty 1 


opooFt 


O—inHrklT/l 

z-inuuiyi 


n 


n-puiyi 


opooFt 


j-inuoiyi 


n 


ll-l/lliyi 




j-ixivioiyi 


n 


ii-umyi 


OPOOFt 


o-in.u.oiyi 


o 


ii- u uiy i 


OPOOFt 


j-Dcn£iniiQ<L£uiyi 


Q 


n-butyl 


OPOOFt 


z>~uciiZiUiuj y i 


o 


n»»hntv1 
jul "uuiy i 


OPOOFt 


3— inHn"7r»1vl 
J — liiua^u iy i 


o 


n-butyl 


OPOOFt 




o 


n-butyl 


OCOOEt 


4-fluoro- 1 -nanhthv! 


o 


n-butyl 


OCOOEt 

\,y \ m s ±u i 


5 -chl oro -2 -th i en v 1 

viiivi w a> vLilviJjr i 


o 


n-butyl 


OCOOEt 

J_^» L- 


4-methvl- 1 -n aohthvl 


o 


n-butyl 


OCOOEt 


l-methvl-2-Dvrrolvl 


o 


n-butyl 


OCOOEt 


2-methvl-3 -furvl 


0 


n-butyl 


OCOOEt 


5-methyl-2-thienyl 


0 


n-butyl 


OCOOEt 


4-methyl-5 -imidazolyl 


0 


n-butyl 


OCOOEt 


1 -methyl-3 -indolyl 


0 


n-butyl ! 


OCOOEt 


2-methoxy- 1 -naphthy 1 


0 


n-butyl 


OCOOEt 


3-methoxy-2-naphtliyl 


0 


n-butyl 


OCOOEt 


6-ethoxy-2-naphthyl 


0 


n-butyl 


OCOOEt 


5-methoxy-3-indolyl 


0 


n-butyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthyl 


0 


n-butyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


0 


n-butyl 


OCOOEt 


5-methoxy-l-methyl-2-indoIyl 



96 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 


R 2 


Y 


o 


n-pentyl 


OH 


1 -nanhthvl 


o 


n-nentvl 


OH 


2-nanhthvl 


o 


n-nentvl 


OH 


9-nvrrn Ivl 


n 


n»nentv1 

11-pvllLj'l 


OH 


j-pyrroiyi 


n 

w 


u-pcuiyi 


OH 


9-fiirvl 

z-iuryi 


n 


n-pciliyi 


OH 


3-iuryi 


n 


n-peiiiyi 




z-uuenyi 


n 


ll-pciliyi 


OH 


j-uiienyi 




n-peniyi 


OH 


j-pyrazoiyi 


n 


n-pcijiyi 




*f-pyrazoiyi 


r\ 
\J 


n-peniyi 


OH 


2-imidazolyl 


r\ 


H-pciuyi 


OH 
un 


4-imiaazoiyi 


n 

w 


n-pcmyi 


OH 


Z-OXoZOiyi 


n 


n-psmyA 


OH 


*r-oxazoiyi 


n 


n-peniyi 


OH 


5-oxazolyl 




n-pcniyi 


UJHL 


2-thiazolyl 


n 


n-peniyi 


OH 

*JJti 


4-thiazolyl 


o 


n-peniyi 


nu 
\Jri 


5-thiazolyl 


n 


n-pciiiyi 




2-pyrimid iny 1 


\j 


n-peniyi 


OH 


4-pyrinudinyl 


n 


n-peniyi 


OH 


j -pynniicuny l 


n 


*\ nanfirl 

n-peniyi 


OW 


*5 i -n /■! /"i 1 x » 1 

z-inaoiyi 




n-peniyi 


UJHL 


j-UlaOiyi 


n 


n-peniyi 


UJHL 


5-indolyl 


KJ 


n-pcniyi 




o-inaoiyi 




n-pcniji 


OH 


j - o enzim la azoiy i 


V-/ 


n-pciiiyi 


OH 


z-oenzururyi 


n 


n-pcmyi 


OH 


H_in/1 a rr /~\ 1 ; 1 

^-maazojyi 




ll-poiiiy 1 


OH 1 

CXI, 


O _Kon 7avq 


o 


Ti-nPTitvl 

11 p C JUL Ljr 1 


OH 


t JL1LIU1 w i ~ iictpiiLuy 1 


o 


n-nentvl 


OH 


j nijui ftiiJcuy i 


o 


n-nentvl 


OH 


4-nriftthvl»1 -nanhtlivl 

? lilvliij i i iiuuiiuir i 


0 


n-pentyl 


OH 


1 -methvl-2-nvrrolvl 

1 ill w lull j a yjriiuiTi 


o 


n-pentyl 


OH 


2-methvl-3 -furvl 

a> liiviiijrl J iwi jr 1 


o 


n-nentvl 


OH 


5-methvl-2-thienvl 


0 


n-pentyl 


OH 


4-methyl-5-imidazolyl 


0 


n-pentyl 


OH 


l-methyl-3-indolyl 


0 


n-pentyl 


OH 


2-raethoxy- 1 -naphthyl 


0 


n-pentyl 


OH 


3-methoxy-2-naphthyl 


0 


n-pentyl 


OH 


6-ethoxy-2 -naphthyl 


o 


n-pentyl 


OH 


5-methoxy-3-indolyl 


0 


n-pentyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


0 


n-pentyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


n-pentyl 


OH 


5-methoxy- 1 -methyl-2-indolyl 



97 



WO 02/085905 



PCT/JP02/03727 



X 


R' 


R 2 


Y 


o 


n-nentvl 


OCOOMe 


1 -nanhtiivl 

1 llOLSllllAjr 1 


o 


n-Tjentvl 


OCOOMe 


AY\h i""hvl 
^ ** ii djj j i ui jr 1 


o 


n-nentvl 


OCOOMe 


0 »nvrrft 1 vl 
z.-pyii uiyi 


o 


n p wiiy j 


OCOOMp 


j -pyrro lyi 


o 


n-npntvl 
u pcuiyi 


nrnnMp 


z-iuryi ! 


o 


T1-r»PTi+"Vjl 

ju-peniyi 


OPOOMp 


j-iuryi 


n 


T1-1*IATI+T/1 

H"peniyj 




z-mienyi 


n 


u-ptiiiyi 


nrrin^/fp 


3-tliienyl 


n 


n-pcniyi 




j-pyrazoiyi 


n 


n-peniyi 




*»-pyrazoiyi 


n 


n-peniyi 




2-imidazo ly 1 


Ci 


n _t» a« 4*1/1 

n-peniyi 




4-imidazolyl 


n 


n-peniyi 




2-oxazolyI 


o 


up en iyi 




-t-oxBzoiyi 


o 


n-peniyi 




5-oxazolyl 


n 

w 


u-peniyi 




2-thiazolyl 


o 


n-penryi 




4-tniazoiyi 


n 


n-peniyi 


VJL^L^VJlVie 


j-tniazoiyi 


n 
w 


n-peniyi 




2-pyrimidinyl 




n-peniyi 


L/L--kjwAYie 


4-py rimidiny 1 




n-peniyi 




5-pyrimidinyl 




Tl _T% M f 1 

n-peniyi 


u^vjuivie 


z-mcioiyi 




Tl _T* an Tx 7 1 

n-peniyi 


ULUUMC 


j-inaoiyx 


n 


n-peniyi 




5-indolyl 




n-peniyi 




6-indolyl 




Tl _nati f\/1 

n-peniyi 


vv^vjuivie 


5 -benzinud azoly 1 




n-peniyi 


u^A^uivLe 


2-benzofuryl 




u-peniyi 


npnmv/fp 


j-inciozoiyi 


o 


Tl— TlPTlTvl 

u pciiiyi 


\J\* \J W1VIC 


1 Kan Tnv4 ■7AI1/ 1 

z-DcnzoAazoiyi 


0 


ii pciiiyi 


VV/v/UlVlC 


H-llUUiU" 1 -JULapiltliy J 


o 


n-Tif*ntvl 


OCOOMe 

vvWlVlv 


"\ - 1* Vl 1 T A » *7 — T Vi i P n V 1 

j"i/iiiui v-a- uiiicuy i 


o 


n-tientvl 

ii uviii jr i 


OCOOMe 


A-TYipfVivl- 1 -narilitTivl 
t luciuyi i iitiiJiiuijf i 


o 


n-tientvl 

11 WWlltJf* 


OCOOMe 


1 -m ptHvl-9-'r>VTTolvl 
jL**iiicuiyi x> ijjriiv/iyi 


o 


n-nentvl 


OCOOMe 




o 


n-oentvl 


OCOOMe 


S-mpthvl-2-thienvl 


0 


n-pentyl 


OCOOMe 


4-methyl-5-imidazolyl 


0 


n-pentyl 


OCOOMe 


l-methyl-3-indolyl 


0 


n-pentyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


0 


n-pentyl 


OCOOMe 


3-methoxy-2-naphthyl 


0 


n-pentyl 


OCOOMe 


6-ethoxy-2-naphthyl 


0 


n-pentyl 


OCOOMe 


5-methoxy-3-indolyI 


0 


n-pentyl 


OCOOMe 


1 9 4-dimethoxy-2 -naphthyl 


0 


n-pentyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


0 


n-pentyl 


OCOOMe 


5-methoxy-l -methyl-2-indolyl 



98 



WO 02/085905 



PCT/JP02/03727 



X 


R l 


R 2 


Y 


o 


n-pentyl 


OCOOEt 


1 -nanhthvl 


o 


n-pentyl 


OCOOEt 


2-nanhthvl 


o 


n-oentvl 


OCOOEt 


9«nvTTolvl 
xt pyiiuijri 


o 


n-nentvl 


OCOOEt 


Q -rwrrnlvl 


o 


n-neritvl 


OCOOEt 


9-fiirv1 


o 


n-npntvl 


OCOOFt 


j-iuryi 


o 


il°°pcui.y i 


opoopt 




n 


n-peniyi 


nrnnPt 


j-imenyi 




n-pejiiyi 


nrnnPf 

UUUUDl 


j-pyrazoiyi 


o 


u-pciiiyi 


opoopt 


*r-pyrazoiyi 




ia.-peiiiyi 




z-imiuazo ly i 


VJ 


u-pciiiyi 


opoopt 


*f-iniiaazoiyi 


n 


ii-pcniyi 


opooFt 


z-oxazoiyi 


o 


T1-T1AT1T"1/1 

ii-pomy x 


opooFt 


*f-oxazoiyi 


o 


Tl —T^ATTTA/I 

ii-pciiLyi 


UvUUDl 


j-oxazoiyi 


n 
w 


n-pemyi 




2-thiazolyl 




n _n An t~\/ I 

n-pcntyi 


opoont 


4-uiiazo lyi 




n-peinyi 


nrnnpt 

\J\-s\J\Jx2tl 


j-ifliazoiyi 




n-pencyi 




2-pynmidinyI 




n _n on T"l /I 

n-pcniyi 


opoop* 


4-pyrimidinyl 




n_n An fail 

n-pentyi 


opoopt 


j -pyrimiainyi 




n-peniyi 


opoopt 


z-inaoiyi 




ii-pcmyi 


OPOOP+ 


j-maoiyi 




Tl _n AnT"WI 

n-pcniyi 




5-indolyl 




n-peniyi 


opoopt 


o-inaoiyi 


o 


Tl — T1PTITT/1 

u-pciiiyi 


nrnnpt 


D-Denzimiaazoiyi 




Tl — T\ PTl+V/l 

ii pciiLy 1 


opooft 


z-Denzoiuryi 


n 


11-poui.yi 




Q _iti ri Q^y/^lx/T 

j-muazoiyi 


o 


n _T\PT|1~V/1 

ii poiiiy i 


OPOOFt 


Z-PCllZUAaZUiyj 


o 


Tl-TlPTltvl 


OPOOFt 


*t— J.1UUI U- 1 -lia.JJlxl.liyi 


o 


n-nentvl 


OCOOEt 


^»rln 1 nrn«9 -tfi i pti vl 
•j whi*ji u * uxivu y i 


o 


n-oentvl 


OCOOEt 


/l-mptVivl-1 -n r> li t"h vl 


o 


n-nentv] 

XI UviiLJr A 


OCOOEt 


1 -TnfitViv1-2-r»VTTolv1 


o 


Ti-Bentvl 


OCOOEt 


2-methvl-3 -furvl 


o 


n-nentvl 


OCOOEt 


S-m ft th vl -2-th i en vl 


0 


n-pentyl 


OCOOEt 


4-methyl-5-imidazolyl 


0 


n-pentyl 


OCOOEt 


l-methyl-3-indolyl 


0 


n-pentyl 


OCOOEt- 


2-methoxy- 1 -naphthy 1 


0 


n-pentyl 


OCOOEt 


3-methoxy-2-naphthyl 


0 


n-pentyl 


OCOOEt 


6-ethoxy-2-naphthyl 


0 


n-pentyl 


OCOOEt 


5-methoxy-3-indolyl 


0 


n-pentyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthy 1 


0 


n-pentyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


0 


n-pentyl 


OCOOEt 


5-methoxy- 1 -methyl-2-indoIy 1 



99 



WO 02/085905 



PCT/JP02/03727 



x 


R l 


R 2 


Y 


s 


Drouvl 


OH 


1 -nanhtlwl 


s 


Dronvl 


OH 


9 -n n n Vi t Yi vl 


s 


nrnnvl 


OH 


9-nvrrnlvl 


s 


nrnnvl 
piupyi 


OH 


^■.nvrrnlvl 
j "pyn uiy i 


c 


propyl 




z-iuryi 


c 


nrnnvl 

propyl 


oh 

un 


j-iuryi 


c 
o 


propyl 


UI1 


Z-TJulcIlyl 


c 
o 


propyl 


un 


3 fliion\>l 

j-unenyi 


c 
o 


propyl 


Un 


j-pyrazoiyj 


c 
o 


nrnnvl 

propyl 


nu 
un 


4-pyrazolyl 


c 
o 


propyl 


Un 


2-imidazolyl 


c 
o 


propyl 


nu 
un 


4-imidazolyl 


c 
o 


nrnnvl 

propyl 


Un 


2-oxazolyl 


G 
o 


nrnnvl 

propyl 


OH 
UEl 


4-oxazoiyi 


Q 


propyl 


Url 


5-oxazolyl 


c 
o 


propyl 


Un 


2-thiazolyl 


q 


propyl 


un 


4-iniazoiyi 


c 
o 


propyl 


un 


5-thiazolyl 


c 


propyl 


ATI 

Un 


2 -pyr imi diny 1 


c 
o 


propyl 


ATT 

Un 


4-pyr im i diny 1 


c 


propyl 


ni4 

UJtl 


5 -pyrim idiny I 


c 


propyl 


nu 

UH 


z-inaoiyi 


c 


propyl 


no 
Un 


j-inaoiyi 


Q 
o 


propyl 


ntr 

UJtl 


j-inaoiyi 


o 


propyl 


nu 
Url 


o-inaoryi 


Q 

o 


propyl 


nxj 
url 


5 -b en zimid azoly 1 


c 
o 


nrnnvl 

propyl 


url 


2-benz o fury 1 


c 


nrnnvl 

propyl 




j-maazoiyj 


s 


nrnnvl 

propyl 


nu 

un 


z-Denzoxazojyi 


s 


nrnnvl 
pi upy i 


nTT 


H-ziuoro-i "iiapiiinyi 


s 


nrnnvl 


OH 


1 nvn—l -+ Vi ipnvl 
u~\siii\ji \j — z. "iiiiciiy i 


s 


nrnnvl 
propyl 


OH 


—nsinrithvl 
*t JXiCLiiyi" i -jj.apjj.iuyi 


s 


nrnnvl 


OH 


1 -Tnptnvl-9-nvrrnlvl 
x **iiic uiy J z> py * J uiy i 


S i 


nrnnvl 
piupyi 


OH 




s 


nrnnvl 
piupyi 


OH 


j -me uiy i"*z> iiuoiiy i 


s 


propyl 


OH 


4-methyl-5-imidazolyl 


s 


propyl 


OH 


l-methyl-3-indolyl 


s 


propyl 


OH 


2-methoxy- 1 -naphthy 1 


s 


propyl 


OH 


3-methoxy-2-naphthyl 


s 


propyl 


OH 


6-ethoxy-2-naphthyl 


s 


propyl 


OH 


5-methoxy-3-indolyl 


i S ' 


propyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


s 


propyl 


OH 


5,6-dimethoxy-2-indolyl 


s 


propyl 


OH 


5-methoxy-l-methyl-2-iridolyl 



100 



WO 02/085905 



PCT/JP02/03727 



x 


R l 


R 2 


Y 


s 


nrODVl 


OCOOMe 


l-naphthyl 


s 


■nronvl 


OCOOMe 


2-naphthyl 


s 


nronvl 


OCOOMe 


2-rjvrrolvl 


s 


nronvl 


OCOOMe 


3-nvrrolvl 

J 1/YXXwXjrX 


c 


propyl 


OPOOMe 

\J \*r\S \J 1 YX W 


2-furyl 




propyl 


OPOOMe 


3- fury 1 


q 


■nronvl 
propyl 


OCOOMe 


9~thipnv1 

Ml XC JUL Jf X 


q 


nrnnvl 

prupyi 




3-thipnvl 

J 1X1 iwlX Jr X 


q 


propyl 


OPOOMp 


j pyraxuiyi 


q 


propyl 




4-nvr a "zn 1 \/1 
*t~py i a. jcvj ly i 


q 


nrnnvl 

propyl 




z-iixii u<t6U jty l 


q 


propyl 




/.im 1 flQ^rtl'vl 

*T~xiJUiuaz.Liiyi 


q 


propyl 


opoomp 


9-AYfl7n1v1 

a vr AcUiU ly x 


q 


propyl 


OPOOMp 


*t"UAO£Uiyi 


q 


propyl 




J-UAaitOiyi 


q 


propyl 


opoomp 


Z~ LUlaZO iyi 


q 


propyl 


ucuvjivie 


h- uuazo iyi 


q 
o 


propyl 


opoomp 


j-uiiazoiyi 


q 


propyl 


opoomp 


z -pyr lini tuny i 


q 


propyl 




*f-py rmi iuinyi 


q 


propyl 


OPOOMp 


j -pyr lniimny i 


q 


prupyi 


opoomp 


9-inHnlvl 
z-jnuuiy i 


q 


prupyi 




j-muuiy i 


q 


prupyi 


opoomp 


j-muuiyi 


i 9 

o 


nrnnvl 

prupyi 


opoomp 


o~muoiyi 


q 


propyl 


OPOOMp 


j - u^xxxxxuazu ly a 


c 


propyl 




*7 »h pti 7n fi ii^/l 
x ™ u wixctU x ui y i 


q 


nronvl 
propyl 




j**xiiuaZiUiyi 


s 


pxupyi 


OPOOMe 


A uciiciUAciAiuxyi 


s 


nronvl 
piupyi 


OCOOMe 


4-»flt)oro-1 -nanVitnvl 

t uuuiu x xxauxiuxjr x 


s 


nronvl 
pxupyi 


OPOOMe 


S - cH 1 oro-? -tVi i p ti vl 

J WillUlu A< LXXXCXLYl 


s 


nronvl 


OCOOMe 


4--methvl- 1 -nanlithvl 


s 


DfOBVl 


OCOOMe 


1 -methvl-2-Dvrrolvl 


s 


Dronvl 


OCOOMe 


2-methvl--3 -furvl ! 


s 


DrODVl 


OCOOMe 


5-m et h vl- 2 -th ienvl 


s 


propyl 


OCOOMe 


4-methy 1- 5 -imidazoly 1 


s 


propyl 


OCOOMe 


l-methyl-3-indolyl 


s 


propyl 


OCOOMe 


2-methoxy-l -naphthyl 


s 


propyl 


OCOOMe 


3 -methoxy-2-naphthyl 


s 


propyl 


OCOOMe 


6-ethoxy-2-naphthyl 


s 


propyl 


OCOOMe 


5-methoxy-3 -indoly 1 


s 


propyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


s 


propyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


s 


propyl 


OCOOMe 


5-methoxy-l -methyl-2-indolyl 



101 



WO 02/085905 



PCT/JP02/03727 



X 




R 2 


Y 


s 


DTODVl 


OCOOEt 


1 -naDhthvl 


s 




OCOOEt 


2-nanhtrivl 


s 


oronvl 
P 1 vpyi 


OCOOEt 

VhT \J \mf A—t l 


2-r>vrrolv1 


s 




OCOOEt 


^-TWTTfilvl 


s 


nrcvnvl 
piopyi 


OCOOEt 


9-fnrvl 


s 


propyl 


OCOOEt 


'J.furvl 
j i ui y i 


s 


propyl 


OCOOEt 


z-txijcjiy i 


c 

o 


propyl 


OPOOFt 


j-uiieiryi 


c 
k> 


propyl 




d -pyrazoiy i 


o 


propyl 




^-pyrozoiyi 


c 
o 


propyl 


nrnnvt 


Z"lilll UaZU iy 1 


c 
o 


propyl 


OPOOFt 


H-irxu u dzo iy i 


s 


propyl 






c 


propyl 




*f"OAaZOiyi 


s 


propyl 




j-OAaZOiyi 


CJ 


propyl 


ornnFt 


^-LQlaZOiyi 


G 


propyl 


npnoFt 


*f-llllaZO iy 1 




propyl 


nrnnFt 


J-UQlaZOiyi 


c 
o 


propyl 




z-pyriniiainyi 


o 


propyl 


nponpt 


^-pyrirniQiriy i 


c 

LI 


propyl 


nnnnFt 


j -pyiuniaiiiy i 


c 

o 


propyl 


uouuiii 




c 
o 


propyl 


OPOfYFt 


j-maoiyi 


c 

0 


propyl 




j-maoiyi 


c 

0 


piupyi 




o^iiiQOjyi 


s 

0 


pi opyi 




j-Deii&innuazoiyi 


s 

0 


pi opy j. 


nrnoFt 


a- ocnzuiury i 


s 


propyl 


opooFt 


J - 11 1 U iy 1 


s 


piupyi 


opooFt 


x uciiibUAaAU iy i 


s 


r 1 u py A 


OCOOEt 


4-fluoro-1 -nanhthvl 

*t"iiuuiu i uauu uiy a 


s 




OCOOEt 


S-chloro-2-th i en vl 

VllXV/A x/ £• UllWlljrl. 


s 




OCOOEt 


4-triethvl-l -nanhthvl 


s 




OCOOEt 


1 -methvl-2-DVrTolvl 


s 


DrODVl 


OCOOEt 


2~methvl-3 -furvl 


s 


propyl 


OCOOEt 


5-methvl-2-thienvl 


s 


propyl 


OCOOEt 


4-methyl-5 -imidazolyl 


s 


propyl 


OCOOEt 


l-methyl-3-indolyl 


s 


propyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


s 


propyl 


OCOOEt 


3-methoxy-2-naphthyl 


s 


propyl 


OCOOEt 


6-ethoxy-2-naphthyl 


s 


propyl 


OCOOEt 


5-methoxy-3~indolyl 


s 


propyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthyl 


s 


propyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


s 


propyl 


OCOOEt 


5-methoxy- 1 -methy 1-2-indoly 1 



102 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


s 


n-butyl 


OH 


1-naphthyl 


s 


n-butyl 


OH 


2-naphthyl 


s 


n-butyl 


OH 


2-pyrroIyl 


s 


n-butyl 


OH 


3-pyrrolyl 


s 


n-butyl 


OH 


2-furyl 


„ s 


n-butyl 


i_ OH 


3 -fury 1 


s 


n-butyl 


OH 


2-thienyl 


s 


n-butyl 


OH 


3-thienyI 


s 


n-butyl 


OH 


3-pyrazolyl 


s 


n-butyl 


OH 


4-pyrazolyl 


s 


n-butyl 


OH 


2-imidazolyl 


s 


n-butyl 


OH 


4-imidazolyl 


s 


n-butyl 


OH 


2-oxazolyl 


s 


n-butyl 


OH 


4-oxazolyl 


s 


n-butyl 


OH 


5-oxazolyl 


s 


n-butyl 


OH 


2-thiazolyl 


s 


n-butyl 


OH 


4-thiazolyl 


s 


n-butyl 


OH 


5-thiazolyl 


s 


n-butyl 


OH 


2-pyrimidinyl 


s 


n-butyl 


OH 


4-pyrimidinyI 


s 


n-butyl 


OH 


5 -pyr imidiny 1 


1 s 


. n-butyl 


OH 


2-indolyl 


s 


n-butyl 


OH 


3-indolyl 


s 


n-butyl 


OH 


5-indolyl 


s 


n-butyl 


OH 


6-indolyl 


s 


n-butyl 


OH 


5-benzimidazolyl 


s 


n-butyl 


OH 


2-benzofuryl 


s 


n-butyl 


OH 


3-indazolyl 


s 


n-butyl 


OH 


2-benzoxazolyl 


s 


n-butyl 


OH 


4-fIuoro- 1 -naphthyl 


s 


n-butyl 


OH 


5-chloro-2-thienyl 


s 


n-butyl 


OH 


4-methyl- 1 -naphthyl 


s 


n-butyl 


OH 


1 -methyl-2-pyrrolyl 


s 


n-butyl 


OH 


2-methyl-3-furyl 


s 


n-butyl 


OH 


5-methyl-2-thienyl 


s 


n-butyl 


OH 


4-methyl-5-imidazolyl 


s 


n-butyl 


OH 


l-methyl-3-indoIyl 


s 


n-butyl 


OH 


2-methoxy- 1 -naphthyl 


s 


n-butyl 


OH | 


3-methoxy-2-naphthyl 


s 


n-butyl 


OH 


6-ethoxy-2-naphthyl 


s 


n-butyl 


OH 


5-methoxy-3 -indolyl 


s 


n-butyl 


OH 


1 ,4-dimethoxy-2-naphthy 1 


s 


n-butyl 


OH 


5,6-dimethoxy-2-indolyl 


s 


n-butyl 


OH 


5-methoxy- 1 -methyl-2 -indolyl 



103 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


s 


n-butyl 


OCOOMe . 


1-naphthyl 


s 


n-butyl 


OCOOMe 


2-naphthyl 


s 


n-butyl 


OCOOMe 


2-pyrrolyl 


s 


n-butyl 


OCOOMe 


3-Dvrrolvl 


s 


n-butyl 


OCOOMe 


2-furyl 


s 


n-butyl 


OCOOMe 


3 -fury 1 


s 


n-butyl 


OCOOMe 


2-thienvl 


s 


n-butyl 


OCOOMe 


3-thienvl 


s 


n-butyl 


OCOOMe 




s 


n-butyl 


OCOOMe 


4 -nvra 7/i 1 vl 


s 


n-butyl 


OCOOMe 


2-iiniHa7olvl 
*»— uxiiucixA/ijr i 


s 


n-butyl 


OCOOMe 




s 


n-butyl 


OCOOMe 


S-oxaznlvl 

— v A. C» £> W 1 Jr 1 


s 


n-butyl 


OCOOMe 


4-oya7o1vI 


s 


n-butyl 


OCOOMe 


S~fivji7n1v1 
j UAaiui yi 


I s 


n-butyl 


OCOOMe 


0 -th i n to 1 v 1 

^"lUlCUiV 1 Jr 1 


s 


n-butyl 


OCOOMe 


4 - tH i a 7n 1 vl 


s 


n-butyl 


OCOOMe 


5-thiazfilvl 


s 


n-butyl 


OCOOMe 


2 -Ti vr iiTi i H in vl 


s 


n-butyl 


OCOOMe 


4-r»vrini i Hin vl 

"f J//1 1X11 lUlUJr J 


s 


n-butyl 


OCOOMe 


S-n vri m i H in vl 
~» JJjrl lllllUJlljrl 


s 


n-butyl 


OCOOMe 


9~inrfnlvl 


s 


n-butyl 


OCOOMe 


J — JJUU Ul jr 1 


s 


n-butyl 


OCOOMe 


S-inHnl vl 


s 


n-butyl 


OCOOMe 


fi~tnHol vl 
u iiiuuiyi 


s 


n-butyl 


OCOOMe 


^-hpTiyiTnifiaynlvl 

-* UvliMUl lUwav ljr ' 


s 


n-butyl 


OCOOMe 


en 70 ft irvl 


s 


n-butyl 


OCOOMe 


3-indazolvl 


s 


n-butyl 


OCOOMe 


2-benzoxazolvl 


s 


n-butyl 


OCOOMe 


4-fluoro- 1 -naphthy 1 


s 


n-butyl 


OCOOMe 


5-chloro-2-thienyl 


s 


n-butyl 


OCOOMe 


4-methyl- 1 -naphthyl 


s 


n-butyl 


* OCOOMe 


1 -methyl-2-pyrrolyl 


s 


n-butyl 


OCOOMe 


2-methyl-3-furyl 


s 


n-butyl 


OCOOMe 


5 -methyl-2-thienyl 


s 


n-butyl 


OCOOMe 


4-methyl-5-imidazolyl 


s 


n-butyl 


OCOOMe 


l-methyl-3-indolyl 


s 


n-butyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


s 


n-butyl 


OCOOMe 


3-methoxy-2-naphthyl 


s 


n-butyl 


OCOOMe 


6-ethoxy-2-naphthyl 


s 


n-butyl 


OCOOMe 


5-methoxy-3 -indolyl 


s 


n-butyl 


OCOOMe 


1 ,4-dimethoxy-2 -naphthyl 


s 


n-butyl 


OCOOMe 


5,6-dimethoxy-2-indolyI 


s 


n-butyl 


OCOOMe 


5-methoxy- 1 -methy 1-2-indolyl 



104 



WO 02/085905 



PCT/JP02/03727 



X 


R' 


R 2 


Y 


s 


n-butyl 


OCOOEt 


1-naphthyl 


s 


n-butyl 


OCOOEt 


2-naphthyl 


s 


n-butyl 


OCOOEt 


2-pyrrolvl 


s 


n-butyl 


OCOOEt 


3-DVITOlvl 


s 


n-butyl 


OCOOEt 


2-furyl 


s 


n-butyl 


OCOOEt 


3- fury 1 


s 


n-butyl 


OCOOEt 


2-thienvl 


s 


n-butyl 


OCOOEt 


3-thienvl 


s 


n-butyl 


OCOOEt 


3 -tj vrazn 1 vl 


s 


n-butyl 


OCOOEt 


4-T)vra7o 1 vl 
~ \?y *■ t+AAJiy i 


s 


n-butyl 


OCOOEt 


9-itti i Hnynl vl 

^» iililUCUivJljl 


s 


n-butyl 


OCOOEt 


4-imiHfl7n1v1 


s 


n-butyl 


OCOOEt 

V_y \y v/ » 


2~o"va7olv1 


s 


n-butyl 


OCOOEt 


4-oxa7fi1v1 


s 


n-butyl 


OCOOEt 

V-r i^J V 


5»ova7ftlvl 


s 


n-butyl 


OCOOEt 

V-/ v^/ v 


^-tli in 7a1"\/1 

At IXUuZiU 1Y1 


s 


n-butyl 


OCOOEt 


4«-tbia7fiIvl 

T ULAlCULiVs A y A 


s 


n-butyl 


OCOOEt 




s 


n-butyl 


OCOOEt 


2-ti vri tn i d i n vl 

IJjr A AAAAAUAAAjr 1 


s 


n-butyl 


OCOOEt 


4-nvrimiHinvl 

~ J^jri AAlAAUAlAJr 1 


s 


n-butyl 


OCOOEt 


^ -t> vri m i H invl 


s 


n-butyl 


OCOOEt 




s 


n-butyl 


OCOOEt 

vy \s \*y A-j %> 


^-inHnlvl 


s 


n-butyl 


OCOOEt 


ITlHfllvl 


s 


n-butyl 


OCOOEt 


fi-indfilvl 

u muu ly a 


s 


n-butyl 


OCOOEt 


S-betiyimiHaynlvl 

J U vAA£«AlJLllUCL£»\Jljr 1 


s 


n-butyl 


OCOOEt 


!2 -b e n zo "fii rv 1 


s 


n-butyl 


OCOOEt 


3»indazft1vl 

1UU(UiL/1 y A 


s 


n-butyl 


OCOOEt 


2-benzoxazolvl 


s 


n-butyl 


OCOOEt 


4-fluoro- 1 -naphthyl 


s 


n-butyl 


OCOOEt 


5-chloro -2 -thi eny 1 


s 


n-butyl 


OCOOEt 


4-methyl- 1 -naphthyl 


s 


n-butyl 


OCOOEt 


1 -methyl-2-pyrrolyl 


s 


n-butyl 


OCOOEt 


2-methyl-3 -furyl 


s 


n-butyl 


OCOOEt 


5-methyl-2-thienyl 


s 


n-butyl 


OCOOEt 


4-methyl-5-unidazolyl 


s 


n-butyl 


OCOOEt 


l-methyl-3-indolyl 


s 


n-butyl 


OCOOEt 


2-methoxy-l -naphthyl 


s 


n-butyl 


OCOOEt 


3-methoxy-2 -naphthyl 


s 


n-butyl 


OCOOEt 


6-ethoxy-2-naphthyl 


s 


n-butyl 


OCOOEt 


5-methoxy-3-indolyl 


s 


n-butyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthy 1 


1 s 


n-butyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


s 


n-butyl 


OCOOEt 


5-methoxy-l-methyl-2-indolyl 



105 



WO 02/085905 PCT/JP02/03727 



x 


R 1 


R 2 


Y 


s 


n-nentvl 


OH 


1 -nanhthvl 

X XXClXJXXlXIJr X 


s 


n-nentvl 


OH 


9-Tianlifhvl 
j* xx a uu ixx y x 


c 

*j 


n-nftntvl 


OH 


0 _n vita lvl 
Zr-uyix \Jiyi 


c 


n ..timi t"v1 
xi ky t/ii vy l 


OH 


j-pyixoiyi 


c 
o 


n »Ti*»Titv1 

Xl-pCiliyX 


OH 


^-iuryi 


c 

o 


n»npnfvl 

n-peniyi 


OH 

WIT 


Q fiiit/1 

j-iuryi 


q 


n-pomy* 


OH 
un 


z-mienyi 


q 


n-pcmyi 


OH 


j-uuenyi 


q 


n -nontvl 

n-peniyi 


OH 
Un 


3-pyrazolyl 


q 


n-peniyi 


OH 
un 


4-pyrazolyl 


c 
o 


n-penxyx 


OH 

Un 


2-imidazolyl 


q 


n-peniyi 


OH 
un 


4-imidazo ly 1 


q 


ii-pcixiyi 


OH 
un 


2-oxazolyl 


q 


n _r»PTiti/1 

n-pcniyi 


OH 

UX1 


*f-oxozoiyi 


Q 


n-peniyi 


Un 


5-oxazolyl 


q 


n-pentyl 


un 


^-ttuazoiyi 


Q 


n-peniyi 


OH 
Un 


4-miazoiyj 


q 


n-peniyi 


Un 


5-thiazolyl 


q 


ii-pciiiyi 


OH 


2-pyrimi diny 1 


q 


n-peniyi 


OH 


4 -pyrimi diny 1 


q 


n-peniyi 


fiH 
Un 


5-pyrimidinyl 


q 


n-peniyi 


OH 
un 


z-inuoiyi 


q 


xx-peHiyi 


OH 
un 


3 i n A r\ 1 ^ rl 

j-maoiyi 


q 


n-pentyi 


Un 


j-maoiyj 


q 


n-peniyi 


OH 
un 


6-indolyl 


q 


n-pciuyi 


OH 
un 


5-benzimidazolyl 


q 


n-pciiiyi 


OH 
un 


z-Denzoiuryi 


c 


n.npntvl 

ji-peiiiyi 


OH 
un 


j-inaazoiyi 


c 


ii-pciiLyji 


OH 


z-ucnzoxazoiyi 


s 


TI-TlATlfvl 

u-pcxxLjrx 


OH 


H-iiuoru- 1 -napniiiyi 


s 


n-nentvl 

XX IVwXlljrX 


OH 


j-^xxiui u-x."ixiiciiy i 


s 


n-nentvl 


OH 


4-m ptVivl - 1 — n JinlitVivl 

"T — XXIC LXljr X 1 —XiaUlXLiXy 1 


s 


n-nentvl 


OH 


1 »tn p+li vl -9 ■nvrrn 1 v 1 
x xix w my x-^f-p jri x uiy 1 


s 


n-nentvl 

XX LJwlXLjrX 


OH 


9-m pth vl - ^ -fti rvl 
A>-xxxwixxjr i- j—i my i 


s 


n-nentvl 


OH 


^ -ty\ eth vl -9 -tli i pti vl 

»^ IXXWlXlJrl iC, LXilCXljrl 


s 


n-pentyl 


OH 


4-methyl-5 -imidazoly 1 


s 


n-pentyl 


OH 


l-methyl-3-indolyl 


s 


n-pentyl 


OH 


2-methoxy- 1 -naphthyl 


s 


n-pentyl 


OH 


3-methoxy-2-naphthyl 


s 


n-pentyl 


OH 


6-ethoxy-2-naphthyl 


s 


n-pentyl 


OH 


5-methoxy-3 -indolyl 


s 


n-pentyl 


OH 


1 ,4-dimethoxy-2 -naphthyl 


s 


n-pentyl 


OH 


5,6-dimethoxy-2-indolyl 


s 


n-pentyl 


OH 


5-methoxy- 1 -methy 1-2-indolyl 



106 



WO 02/085905 



PCT/JP02/03727 



x 


R 1 


R 2 


Y 


s 


n-nentvl 


OCOOMe 


1-naohthvl 


s 


n~nentvl 

11 ^JKslilJ I 


OCOOMe 


2-nanhthvl 


Q 
o 


TI-TiPTltvl 
ii poiiijr i 


OCOOMe 


7-t>vtto1v1 

a* yj j il \JXjf l 


c 


TI-lSpTltvl 
Il-pCHiyi 


OCOOMe 

W W V-/ WIT It/ 


3-T>Vff*o1v1 

J -pyiiuiyi 


c 
o 


TI—TIPTI'fvl 

n-pciLijf J 


OCOOMe 


9-fiirvl 

A 1U1 jr 1 


c 


ii -pen i y i 


OCOOMe 




Q 
o 


n-peniyi 


OPOOMp 


9-tliipnv! 


C 
O 


n-peniyi 


UbUU 1Y1C 


j-iiiiciiyi 


Q 


n-peniyi 


hpoomp 

VJwWVJlVlC 


j -pyrazuiy l 


C 
O 


n-poniyi 


OCOOMp 


*f-pyrai&ciiyi 


C 

o 


n-peniyi 




z-imiuazoiyi 


Q 


n-peniyi 


nrnriMp 


*f - 1 iniuazu ly i 


C 

5 


n-peniyi 


ULUUlViC 


Z-UAaZQiyi 


Q 


n-peniyi 


nPOHA/fp 

\JV»/WWi.VlC 


'f-oxazoiyi 


c 
o 


n-peniyi 


npooA/fp 


j-oxazoiyi 


c 

O 


n-peniyi 


wwv-Fwivie 


0 _+Vi 4 a To 1^/1 

z-iniazojyi 


O 

a 


n-pemyi 




*f-tniozoiyi 


c 
o 


n-peniyi 


nponA/fp 


j-iniaZQiyi 


c 
o 


u-peniyi 




a -p yriin 1 uiii y i 


c 
o 


u-peniyi 




py* lnnumyi 


O 

o 


u-peinyi 


onnrvTv/fp 


j -pyruniainy i 


Q 


n-peniyi 


WOWWlVlG 


z-muQiyi 


C 
o 


n-peniyi 


pipoomp 

VJwwVJlYlC 


j-ina.oiyji 


c 

o 


n-peniyi 




j-mQoiyi 


Q 
O 


n-penxyi 




o-inuoiyi 


Q 


n-pcllljrl 




^>r^On71fY11/^97Alv1 

j-Dpny.iiniu.az.uiyi 


Q 


n-peniyi 




z- u CIL6U i ur y i 


C 


Tl— TIPTltvl 
Il^pCUljf 1 


OPOOMp 


j — uiuckbU ly i 


c 
o 


n«.T>ATi+v1 
u~ys?iiiy i 


OPOOMp 


0 -ll ATI Tfl Yfl 7 1 vl 


o 
o 


n-r»pritv1 

11— pOllljr 1 


OPOOMe 


4.-"flnnrf»-1 -nanlitlivl 


Q 
tJ 


n-TieTitvl 

11 |Jvllljr 1 


OCOOMe 

vy WW W 1YJLV 


^ *f*H 1 i en vl 


o 

0 


n-nentvl 


OCOOMe 


4-methvl- 1 -naDhthvl 


s 


n-nentvl 


OCOOMe 


1 -methvl-2-Dvrrolvl 


s 


n-nentvl 


OCOOMe 


2-methvl-3-furvl 


s 


n-pentyl 


OCOOMe 


5 -me thy 1-2 -thieny 1 


s 


n-pentyl 


OCOOMe 


4-methyl-5-imidazolyl 


s 


n-pentyl 


OCOOMe 


l-methyl-3-indolyl 


s 


n-pentyl 


OCOOMe 


2-methoxy-l-naphthyl 


s 


n-pentyl 


OCOOMe 


3 -methoxy-2-naphthy 1 


s 


n-pentyl 


OCOOMe 


6-ethoxy-2-naphthyl 


s 


n-pentyl 


OCOOMe 


5 -methoxy-3 -indoly 1 


s 


n-pentyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


s 


n-pentyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


s 


n-pentyl 


OCOOMe 


5-methoxy-l -methy 1-2- indoly 1 



107 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


Y 


s 


n-pentyl 


OCOOEt 


1-naphthyl 


s 


n-pentyl 


OCOOEt 


2-naphthyl 


s 


n-pentyl 


OCOOEt 


2-pyrrolyl 


s 


n-pentyl 


OCOOEt 


3-nvrrolvl 


s 


n-pentyl 


OCOOEt 


2-furyl 


s 


n-nentvl 


OCOOEt 


3-fhrvl 


s 


n-nentvl 

XX XJ VAX \J X 


OCOOEt 


9-th Jen vl 


s 


n-nentvl 


OCOOEt 


3-thienvl 


s 


n-nentvl 


OCOOEt 


*\ »nvrfl 7n 1 v1 
<J )Jjxa*AJxyx 


s 


n-nentvl 

XX uWUlJ X 


OCOOEt 


A- nvraTolvl 
"t yjy x uxjkj xy i 


s 


n-nentvl 

XX \J WJLA IT 1 


OCOOEt 


9 — 1 TTl 1 H ft T A 1 1/1 
JXlllUaXUl jr 1 


s 


n-nentvl 


1 OCOOEt 


4«irmrfsi7rtli/l 
*t - 1 HI 1 U (U v 1 j' 1 


s 


n-nentvl 


OCOOEt 


7- flYJl Tfllvl 


s 


n-nentvl 

jji yj wax it * 


OCOOEt 


4-fvya7nlv1 


s 


n-nentvl 

XX VJ wll I J X 


OCOOEt 


*5 - nv a ir\] vl 

J UAQiUl.J'J 


s 


n-nentvl 

xx yj vii +y x 


OCOOEt 


9-tViiaynlvl 


s 


n-n en tvl 


OCOOEt 


^-tlllSITolvl 
*t " Mil a AiU 1 Jf 1 


s 


n-nentvl 


OCOOEt 


^ -til 1 A 7fl1 vl 


s 


n-nentvl ■ 


OCOOEt 


0 -n Vr i tti i i\ in vl 
X-pjri IJU1AU1U V 1 


s 


n-nentvl 


I OCOOEt 


zl-nvr i tin i rlfn vl 


s 


n-nentvl 


OCOOEt 


^ — ti v?*i m l H l n v 1 
! J YrJ * UulUUl y l 


s 


n-nentvl 


OCOOEt 


9-inHnIvl 


s 


n-nentvl 


OCOOEt 




s 


n-nentvl 


OCOOEt 


j~ixi\x\jxy i 


s 


n-nentvl 


OCOOEt 


U iliuvijrl 


s 


n-pentyl 


OCOOEt 


^-hen^imiHflyolvl 


s 


n-nentvl 


OCOOEt 


uviiwiui y x 


s 


n-pentyl 


OCOOEt 


3-inda7/>lv1 


s 


n-pentyl 


OCOOEt 


^ -hen 7ft va 1 vl 


s 


n-pentyl 


OCOOEt 


4-fluoro- 1 -nanhthvl 


s 


n-pentyl 


OCOOEt 


5 - chl oro-2 -th i en vl 


s 


n-pentyl 


OCOOEt 


4-niethy 1- 1 -napbthy I 


s 


n-pentyl 


OCOOEt 


1 -methyl-2-pyrrolyl 


s 


n-pentyl 


OCOOEt 


2-methv]-3 -furvl 


s 


n-pentyl 


OCOOEt 


5-methyl-2-thienyl 


s 


n-pentyl 


OCOOEt 


4-methyl-5-imidazolyl 


s 


n-pentyl 


OCOOEt 


l-methyl-3-indolyl 


s 


n-pentyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


s 


n-pentyl 


OCOOEt 


3-methoxy-2-naphthyl 


s 


n-pentyl 


OCOOEt 


6-ethoxy-2-naphthyl 


s 


n-pentyl 


OCOOEt 


5-methoxy-3 -indoly 1 


s 


n-pentyl 


OCOOEt 


1 ,4-dimethoxy-2 -naphthyl 


s 


n-pentyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


s 


n-pentyl 


OCOOEt 


5-methoxy- 1 -methy 1-2-indoly 1 



108 



WO 02/085905 PCT/JP02/03727 



X 

yv 


XV. 


R 2 


v 


NH 

IN XX 


9 -m etho vvpt Vi vl 

£m — UlwLlAVJ AY v 111 jr 1 


OH 

v/xx 


1 -tisnVitVkvl 

i -iiapnuiyi 


NH 


z "in c luu Ay c my i 


\jxx 


z-napninyi 


NH 
in n 


z-iiicluu Ay tjujy i 




z-pyiToiyi 


JNri 


z-meinoxyeinyj 


nxi 
wri 


3-pyrrolyl 


XTTT 

INxi 


z-nivtDoxyciJiyj 


nxj 
Uri 


z-iuryi 


XTU 

JNri 


z -metno xy etny i 


UH 


3-iuryi 


XTTT 

JNJti 


z -me moxy emy i 


nxi 


z-unenyi 


XTTT 

JNri 


2-methoxyethyl 


UH 


3-thienyl 


XTXJ 

INH 


2-methoxyethyl 


UH 


3-pyrazolyl 


Nrl 


2-methoxyethyl 


ATT 

1 OH 


v 4-pyrazolyl 


XTXJ 

JNH 


2-methoxyethyl 


Uri 


2-imidazolyl 


XTT-J 

JNri 


2-methoxyethyl 


ATT 

OH 


4-imidazolyl 


XTXJ 

JNri 


2 -meth oxy ethyl 


Uri 


2-oxazolyl 


XTXJ 

JNH 


z-metnoxyetnyi 


ATT 

Uri 


4-oxazoIyl 


XTU 

JNri 


z-metn oxy etny l 


ATT 

Uri 


5-oxazolyl 


JNri 


2-methoxyethyl 


ATT 

Uri 


4,1m. I— .1 

2-thiazolyl 


XTXJ 

JNri 


2-methoxyethyl 


ATT 

UH 


4-tniazoiyl 


XTXJ 

JNri 


z-metnoxyetnyj 


ATT 

Uri 


5-tniazoIyl 


XTXJ 

JNri 


2 -m ethoxy ethyl 


ATT 

Uri 


2-pyrimidinyl 


XTXJ 

• Nrl 


2-methoxyethyl 


ATT 
UH 


4-pyrimidinyl 


XTXJ 

JNri 


2-methoxyethyl 


ATT 

Uri 


5-pyrimidinyl 


XTXJ 

JNri 


2-methoxyethyl 


ATT 

OH 


2-indolyl 


XTXJ 

JNri 


2-methoxyethyl 


ATT 

UH 


3-indolyl 


XTXJ 

JNri 


2-methoxyethyl 


ATT 

OH 


5-indolyl 


' XTXJ 

JNri 


z-metiioxyetnyi 


ATT 

UH 


6-indolyl 


XTXJ 

JNri 


2-methoxyethyl 


ATT 
UH 


5-benzimidazolyl 


XTXJ 

JNri 


2-methoxyethyl 


ATT 
UH 


2-Denzoiuryl 


XTXJ 

JNri 


z-meinoxyeuiyi 


ATT 

UH 


3-indazolyl 


XTXJ 


z-meinoxyetjiyj 


ATJ 

UH 


2-b enzoxazoly 1 


XTXJ 


*5 _TT*I O+Vl /"VVT / T7I 

z-nicui o xy etiiy 1 


OXJ 


4-uuoro- 1 -napninyi 


NH 


z-xiicuiOAycmyi 


nxx 


j-cmoro -z -inienyi 


"NTH" 
in in 


X.—LUC LUU Ay C Liljr 1 


VJkx 


^-meiiiy j- i -napiiiQyi 


NH 

J.~ x x 


7 -Tin ptVi ftVUAtllvl 

a iji v uiu Ay c my i 


HT4 
wn 


i m etny i-z -pyrro jy i 


NH 


9- TTl €>t fi n w fi vl 


un 


^ ~m »t"Viv1 _*5 _-fi ii-t/1 

z -meuiy i- j -iury J 


NH 

IN XX 


9- tti pfh n wptKvl 


OH 


^ _Tr» q+Kt/I O fliianvl 

j -meiny i-z - uxieny i 


NH 


2-methoxyethyl 


OH 


4-methvl-5-itriidazo]vl 


NH 


2-methoxyethyl 


OH 


l-methyl-3-indolyl 


NH 


2-methoxyethyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


2-methoxyethyl 


OH 


3 -methoxy-2-naphthyl 


NH 


2-methoxyethyl 


OH 


6-ethoxy-2-naphthyl 


NH 


2-methoxyethyl 


OH 


5-methoxy-3-indolyl 


NH 


2-methoxyethyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


NH 


2-methoxyethyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


2-methoxyethyl 


OH 


5-methoxy-l-methyl-2-indolyl 



109 



WO 02/085905 PCT/JP02/03727 



X 


R ! 


R 2 


Y 

1 


NH 


ethn Yvnronvl 

J "UlvUlwAJr Ul \J\Jj X 


OH 


1 -Tl QT\Tl"fll\7l 

i -napuury 1 


NH 

It JUL 


-m ptri n Yvnr nnv 1 
j iiiw iki\jA.y pi vyjj i 


OH 


z-napiiiuyi 


XTT-T 


j-uicuiu Ay propyl 


OH 


z-pyrroiyi 


XTLT 
iNXX 


j-iucuiu Ay propyl 




J-pjTTOiyi 


XTTJ 


j -meuiu xypropy i 


un 


O Ami! 

z-iuryi 


"MP* 


J -ine uioxypropy i 


UJT 


j-iuryi 


XTTT 
IN IT 


j -meino xypropy i 


Url 


iS-uiieriyi s 


XTT4 
IN XT 


o -meuioxypropyi 


Url 


3-unenyi 


XTTJ 
JNrl 


3 -methoxypropy 1 


Url 


3-pyrazolyl 


XTXJ 


j -meuioxypropyi 


Url 


4-pyrazolyl 


XTXJ 

JNrl 


j -meuioxypropyi 


Uri 


2-imidazolyl 


XTXJ 
JNJtl 


3-methoxypropyl 


UJtl 


4-imidazolyl 


XTXJ 

JNrl 


3 -methoxypropyl 


ATT 

Url 


2-oxazolyl 


XTXJ 
IN IT 


O ma A^h Ain f n* AMt rl 

j -meuioxypropyi 


Url 


4-oxazolyl 


XTT-T 
INrl 


j -meuioxypropy i 


UJtl 


5-oxazolyl 


XTXJ 
iNiT 


3 -me thoxypropy 1 


Url 


z-tniazoryl j 


XTXJ 

JNrl 


3 -methoxypropyl 


Url 


4-tniazolyl 


XTXJ 

INrl 


j -me uioxypropy i 


Url 


5-tniazolyl 


XTXJ 

INrl 


3 -methoxypropyl 


OXJ 

Url 


2-pyrimidinyl 


XTXJ 

JNrl 


j -me uioxypropy i 


Url 


4-pyrimidinyl 


XTXJ 

JNrl 


3 -methoxypropyl 


Url 


5-pyrimidinyl 


XTXT 

JNrl 


3-methoxypropyl 


Url 


2-inaoIyl 


XTXJ 

JNrl 


3-methoxypropyl 


Url 


3-inaolyl 


XTXJ 

INrl 


3 -methoxypropyl 


Url 


5-maolyl 


XTXJ 

JNrl 


j -meuioxypropyi 


nxj 
Url 


o-maolyl 


XTXI 

JNrl 


3 -methoxypropyl 


Url 


5-benzimidazolyl 


XTT-T 

INrl 


3 -meuioxypropyi 


Url 


2-benzofuryl 


XTXJ 

JNrl 


o -meuioxypropyi 


OXJ 

Url 


3-indazolyl 


XTXJ 


j -m e uio xyp ropy j 


OXJ 

url 


z - d enzoxazoiy j 


NTH 


j -me uioxy propyl 


HTT 


A fill ATA 1 fiQt\nf nvfl 

*f-nuoro- 1 -napainyi 


in ii 


j mc mu Ay pi opy i 


OH 

WIT 


j-cnioro-z-inienyi 


NH 


3 -rn pfh n Yvnrnr>v1 
j iJUdiivJAypi *Jjjy x 


OH • i 


H—meuiy I- 1 -uapumy i 


NH 


1 -m pfh n wnrnT>v1 


OH 


i incuiy x py 1 * u *y * 


NH 


3 -in pfh n y vnrnTwl 
j 1u.omvA.yp1 vpyi 


OH 


9 m*»+hv1-.^-Tiirvl 

^"incuiyi-j i ur y i 


NH 


3 -m eth o x vnrnn vl 

«j xxx^>xix\jjvj ^/i yJiJ j x 


OH 


^-m ptTi vl -9 -th i pn v 1 


NH 


3-methoxypropyl 


OH 


4-methyl- 5 - imidazo ly 1 


NH 


3-methoxypropyl 


OH 


l-methyl-3-indolyl 


NH 


3-methoxypropyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


3-methoxypropyl 


OH 


3-methoxy-2-naphthyl 


NH 


3-methoxypropyl 


OH 


6-ethoxy-2-naphthyl 


NH 


3-methoxypropyl 


OH 


5-methoxy-3-indolyi 


NH 


3-methoxypropyl 


OH . 


1 ,4-dimethoxy-2-naphthy 1 


NH 


3-methoxypropyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


3-methoxypropyl 


OH 


5-methoxy-l-methyl-2-indolyl 



110 



WO 02/085905 PCT/JP02/03727 



x 


R 1 


R 2 


v 

X 


0 


0 -m prti n w*»tlivl 

Z< 111 Via I U Aj GUljr 1 


OH 


i -napxiuiy i 


o 


"7-.TT1 PfrVlrt WPt"Vl Vl 


OH 


z-napnuiyi 


o 


-fc**iuc iiiuxycuiy i 




z-pyrroiyi 


o 


z-iiieixiuxyouiyi 




j-pyrroiyi 


n 
yj 


z-metnoxyetnyi 


UH 


2-turyl 


\j 


z-uicuioxyetnyi 


Uri 


3-luryl j 




z-meujoxyeuiyi 


UH 


z-tnienyi 


u 


2-methoxyethyl 


UH 


i 3-thienyl 


U 


2-methoxyetbyl 


Uri 


3-pyrazolyl 


V 


2-methoxyethyl 


> UH 


4-pyrazolyl 


U 


2-methoxyethyl 


Uri 


2-imidazolyl 


n 
U 


2-methoxyethyl 


UH 


4-imidazolyl 


n 
U 


2-methoxy ethy 1 


Uri 


2-oxazolyl 


n 
U 


2-methoxyethyl 


UH. 


4-oxazolyl 


n 


2-methoxyethyl 


UH. 


5-oxazolyl 


U 


2-methoxyethyl 


nu 
UH. 


2-thiazolyl 


XJ 


2-methoxyethyl 


rvTj 

! UH 


4-thiazolyl 


U 


2-methoxyethyl 


UH 


\ 5-thiazolyl 


n 
U 


2 -me thoxyethy 1 


UH 


2-pyrimidinyl 


n 


2-methoxyethyl 


UH 


4-pyrimidinyl 


n 

u 


z-metnoxyetnyl 


UH 


5-pyrimidinyl 


U 


z-metnoxyetliyl 


UH 


2-mdolyl 


U 


2-methoxyethyl 


nU 

UH 


3-indolyl 


U 


z-metnoxyetnyl 


UH 


5-indolyl 


U 


z-metnoxyetnyl 


AIT 

UH 


6-indolyl 


U 


2 -methoxy ethy 1 


nu 
UH 


5-benzimidazoIyl 


U 


2 -me thoxyethy 1 


nu 
UH 


2-benzofuryl 


n 
w 


z -meinoxy etny i 


nu 
UH 


3-mdazolyl 


\j 


z-metnoxyetnyi 


nu 
Uri 


2-benzoxazolyl 




z -me xnoxyeuiy i 


un 


4-fluoro- 1 -naphthy 1 




^-mc inoxy emyi 




d - cmoro-z- tnieiiy i 


o 


z. -in c mo xy e my 1 


OH 


*f-mexnyi** i -napnuiy i 


o 


** lucmuxyctnyi 


OH 


l -metnyi-z-pyri oiyi 


o 


me muAy ciny i 


OH 


z-me iny i- d -ruryi 


o 


9 -m eth fwvpth vl 
£t nio mu Ay c my x 


OH 


j -me my l-z -uueny 1 


0 


2-methoxyethyl 


OH 


4-methvl-5 -imi dazol vl 


0 


2-methoxyethyl 


OH 


l-methyl-3-indolyl 


0 


2-methoxyethyl 


OH 


2-methoxy- 1 -naphthy 1 


o 


2-methoxyethyl 


OH 


3 -methoxy-2-naphthy 1 


0 


2-methoxyethyl 


OH 


6-ethoxy-2-naphthyl 


0 


2-methoxyethyl 


OH 


5-methoxy-3-indolyl 


0 


2-methoxyethyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


0 


2-methoxyethyl 


OH 


5,6-dimethoxy-2-indolyl 


o i 


2-methoxyethyl 


OH 


5-methoxy-l-methyl-2-indolyl 



111 



WO 02/085905 



PCT/JP02/03727 



X 


R 1 


R 2 


v 


o 


% -tnethox vnronvl 


OH 

v/jn 


1 -Ti smlitli vl 
i -nap Jul uijf i 


o 


*5 _tti fttli nwnmnvl 
j-jjivtiiVAjrpi vyy i 




z-jiopxiLJuyi 


o 


3 -tti <> t fi o wr»r nnv 1 
j me iiL\j\ypi\jpy i 




z-pyrroiyi 


o, 




un 


j-pyrroiyi 


r\ 
\j 


j -incLiiUAypropyi 


nu 
Uli 


z-iuryi 


u 


j-nicuioxypropyi 


nu 

Url 


j-iuryi 


u 


j -meuioxypropy i 


Url 


/-tnienyi 


u 


3 -methoxypropy 1 


nU 

Url 


3-thienyl 


U 


3 -methoxypropy 1 


Url 


3-pyrazolyl 


U 


3-methoxypropyl 


nu 
Url 


4-pyrazolyl 


U 


3 -methoxypropyl 


nu 
UH 


2-imidazolyl 


n 
U 


3 -methoxypropy 1 


nu 

Url 


4-imidazolyl 


U 


3-methoxypropyl 


Url 


2-oxazolyl 


n 
U 


O fM| a4|| A VI N%I*A<M1 f 1 

d -me tno xypropy i 


nu 
UH 


4-oxazolyl 


U 


3 -methoxy propyl 


nu 
Url 


5-oxazolyi 


U 


3-methoxypropyl 


nu 
Url 


z-tniazoryi 


U 


3 -methoxypropy 1 


nur 
Url 


4-thiazolyl 


U 


3 -methoxypropy 1 


nu 
Url 


5-miazoiyi 


U 


3 -methoxypropy] 


nu 
Url 


2-pyrimidinyl 


U 


3 -methoxypropy! 


nu 
Url 


4-pyrimidinyl 


U 


d -memoxypropy i 


nur 
Url 


5-pyrimidinyl 


n 
U 


3 -methoxypropyl 


nnj 
Url 


2-indolyl 


U 


3 -methoxypropyl 


nu 
Url 


J-inaolyl 


U 


3-methoxypropyl 


nu 
Url 


5-maolyl 


U 


j -memoxypropy i 


nu 
Url 


o-maolyl 


n 
U 


*0 «vt A^ h Avt »v% v Am r 1 

j -metnoxypropy i 


nu 
Url 


5 -be n z i m idazoly 1 


U 


O tn & f n A vt mi* Am m 

d -memoxypropy i 


nu 
Url 


2-benzofuryl 


U 


3-merJioxypropyi 


nu 
Url 


j-maazoiyi 


n 


j "me iiiu/ty propyl 


nu 
un 


z- u enzoxazoiy i 


r\ 


o -me inu xypropy l 


nu 

un 


*f-iiuoro- 1 *napnmy l 




^ - m p+Vi nYvnrnnvl 
-lug LiiuAy pi up Jf 1 


un 


^ - cmoro-z -in leny i 


o 


*3 «.tti e th o vvnrnn v 1 


OR 


*+-iiic my 1- 1 -n dpumyj 


o 


3-methnYvnrnnvl 




1 -mcmy i-A-pyrroiyi 


o 


3 -methox vnronvl 


OH 


ui w tujf 1- j — jl iu y 1 


o 


3-methoxvnrnnvl 


OH 




0 


3 -methoxypropyl 


OH 


4-methyl-5 -imidazoly 1 


0 


3-methoxypropyl 


OH 


l-methyl-3-indolyl 


0 


3-methoxypropyl 


OH 


2-methoxy- 1 -naphthy 1 


0 


3 -methoxypropyl 


OH 


3 -methoxy-2-naphthyl 


0 


3-methoxypropyl 


OH 


6-ethoxy-2-naphthyl 


0 


3-methoxypropyl 


OH 


5-methoxy-3-indolyl 


0 


3-methoxypropyl 


OH 


1 ,4-dimethoxy-2-naphthy 1 


0 


3-methoxypropyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


3-methoxypropyl 


OH 


5-methoxy-l-methyl-2-indolyl 



112 



WO 02/085905 



PCT/JP02/03727 



X 




R 2 


v 

A 


s 


2-meth oxy ethyl 


OH 


1 -nanhthvl 


s 


2«methnYvethvl 


OH 


0 _ti on n tVivl 

z -uapnmyi 


s 


2-m eth nweth vl 


OH 


A-pyrroiyi 


s 


pth n wpth vl 
x» iiivuivAy cuny i 


OH 


j-pyrroiyi 


s 


X**LU.CUiUAy C Uiy 1 




z-iuryi 


c 


x-ineuiuxyeuxyi 




3-iuryi 




z-iuciiiuxy cuiy i 


un 


z-inienyi 




z -in e inoxy emy i 


nu 
un 


3-thjenyl 




z^xneixiuxy c my i 




3-pyrazolyl 


c 
o 


0_tn Atllrt Vf/A+TtY/l 

z-incLQOXycuiy i 




4-pyrazoIyl 


c 
o 


O _tvi otnnvtrotnu I 

z-xneuioxyciiiyi 


nu 


2-imidazolyl 


o 
o 


x-meuioxycmyi 


r\xj 


4»imidazolyl 


o 


z-mcmoxycuiyi 


nu 
un 


2-oxazolyl 


c 
o 


x-xneujoxycuiyi 


\JJ0L 


4-oxazolyl 


c 


z-mcLiioxycLDyi 


Lirl 


5-oxazolyl 


c 

3 




nu 
L/Xl 


z-tniazoiyi 


c 
o 


A-mc moxy c iny x 


r\u 
vjrl 


4-tniazolyl 


c 
o 


z-mcuioxyeiiiyi 




5-tniazolyl 


c 
o 


^-mcLQUxycLiiyi 


nu 


2-pyrimidinyl 


c 

D 


z-mcuioxyetnyi 


nu 


4-pyrimidinyl 


c 


z-mcLnuxyeiJiyj 


nu 


5-pyrimidinyl 


c 
o 


^-meinoxyeinyi 


nu 


2-inaolyl 


c 
o 


7— in Af"h ft wAtTt v 1 

^ - in c Liioxy cLnyi 


nu 


3-inaoiyi 


c 
o 


z-incmuxyetnyi 


nu 


5-indolyl 


c 


*5_m AtfifwvAthvl 

z.-nietiioxycLQyj 


nu 

UJtl 


o-inaoiyi 


□ 


x-meixxoxyeuiyi 


nu 


5-benzimidazolyl 


c 
o 


x-moinoxyeinyi 


nu 
Oil 


2-benzoiuryl 


Q 
u 


0 _rvi A+V| rvw Atli vl 

£ -me moxy c iny x 


nu 


o-maazoiyi 


c 


Q _m Atri /> ■WAtl'ivl 

^ -iiic uxoxy c my i 


nu 


2 -benzoxazo lyl 


s 


9— TT1 f*tVl O YV At Vl vl 

A iUw L u u Ay c uiy X 


un 


*f-iiuoro- 1 -napnxjiyi 


s 


9-Tn ethnvvptfi vt 

A lUw LJJV Ay t Lil y 1 


win 


/*lil/\f"rt^O _tfii onirl 

D-cnioro~z-uiicnyi 


s 


^-methoYvethvl 

•*~ lllvUiVATwUJlTJl 


OH 


H-mcuiyi- 1 -iiopxiiiiyji 


s 


2-meth oxveth vl 


OH 


x -mc uiy i-x. jjy i x u ly i 


• s 


2-methoxvethvl 


OH 


Zt m jjlxc uiy i. ui y i 


s 


2 -m eth oxveth vl 


OH 


^-mptIivl-9»thifiTiv] 


s 


2-methoxyethyl 


OH 


4-methyl-5-imidazolyl 


s 


2-methoxyethyl 


OH 


l-methyl-3-indolyl 


s 


2-methoxyethyl 


OH 


2-methoxy- 1 -naphthyl 


s 


2-methoxyethyl 


OH 


3-methoxy-2-naphthyl 


s 


2-methoxyethyl 


OH 


6-ethoxy-2-naphthyl 


S 


2-methoxyethyl 


OH 


5-methoxy-3-indolyl 


s 


2-methoxyethyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


s 


2-methoxyethyl 


OH 


5,6-dimethoxy-2-indolyl 


s 


2-methoxyethyl 


OH 


5-methoxy-l-methyl-2-indolyl 



113 



WO 02/085905 



PCT/JP02/03727 



X 


T> 1 

R 


R 


Y 


s 


2-hydroxyethyl 


OH 


1 -naphthyl 


s 


2-hydroxyethyl 


OH 


2-naphthyl 


s 


2-hydroxyethyl 


OH 


2-pyrrolyl 


s 


2-hydroxyethyl 


OH 


3-pyrrolyl 


s 


2-hydroxyethyl 


OH 


2-furyl 


s 


2-hydroxyethyl 


OH 


3-furyl 


s 


2-hydroxyethyl 


OH 


2-thienyl 


s 


2-hydroxyethyl 


OH 


3-thienyl 


s 


2-hydroxyethyl 


OH 


3-pyrazolyl 


s 


2-hydroxyethyl 


OH 


4-pyrazolyl 


s 


2-hydroxyethyl 


OH 


2-imidazolyl 


s 


2-hydroxyethyl 


OH 


4-imidazolyl 


s 


2-hydroxyethyl 


OH 


2-oxazolyl 


s 


2-hydroxyethyl 


OH 


4-oxazolyl 


s 


2-hydroxyethyl 


OH 


5-oxazolyl 


s 


2-hydroxyethyl 


OH 


2-thiazolyl 


s 


2-hydroxyethyl 


OH 


4-thiazolyl 


s 


2-hydroxyethyl 


OH 


5-thiazolyl 


s 


2-hydroxyethyl 


OH 


2-pyrimidinyl 


s 


2-hydroxyethyl 


OH 


4-pyrimidinyl 


s 


2-hydroxyethyl 


OH 


5-pyrimidinyl 


s 


2-hydroxyethyl 


OH 


2-indolyl 


i s 


2-hydroxyethyl 


OH 


3-indolyl 


s 


2-hydroxyethyl 


OH 


5-indolyl 


s 


2-hydroxyethyl 


OH 


6-indolyl 


s 


2-hydroxyethyl 


OH 


5-benzimidazolyl 


s 


2-hydroxyethyl 


OH 


2-benzofuryl 


s 


2-hydroxyethyl 


OH 


3-indazolyl 


s 


2-hydroxyethyl 


OH 


2-benzoxazoIyl 


s 


2-hydroxyethyl 


OH 


4-fluoro- 1 -naphthyl 


s 


2-hydroxyethyl 


OH 


5-chloro-2-thienyl 


s 


2-hydroxyethyl 


OH 


4-methyl- 1 -naphthyl 


s 


2-hydroxyethyl 


OH 


1 -methyl-2-pyrrolyl 


s 


2-hydroxyethyl 


OH 


2-methy 1-3 -fury 1 


s 


2-hydroxyethyl 


OH 


5-methyI-2-thienyl 


s 


2-hydroxyethyl 


OH 


4-methyl-5-imidazolyl 


s 


2-hydroxyethyl 


OH 


l-methyl-3-indolyl 


c 
o 


z-nyaroxyetnyl 


OH 


2-methoxy-l -naphthyl 


s 


2-hydroxyethyl 


OH 


3-methoxy-2-naphthyl 


s 


2-hydroxyethyl 


OH 


6-ethoxy-2-naphthyl 


s 


2-hydroxyethyl 


OH 


5-methoxy-3-indolyl 


s 


2-hydroxyethyl 


OH 


1 ,4-dimethoxy-2 -naphthyl 


s 


2-hydroxyethyl 


OH 


5,6-dimethoxy-2-indolyl 


s 


2-hydroxyethyl 


OH 


5-methoxy-l-methyl-2-indolyl 



114 



WO 02/085905 



PCT/JP02/03727 



S®*£, -jR^ (I) T*$nSft:^«tt-«3i (II) : 



R'> X, Y«t&iE3fc (I) iRUrefc*) OtKD*'>R»#:i:j!c«*J, 
ttR##©£*fttt#:fcbTTE-«5$ (III) : 



R 1 , X, Y^MfHSC (I) tHITe&S) 
( 1 ) R 2 = 0H©*§£ 

.fc£tt(IV)£Y-CH r Hal Y&5S (II) Hal tt/\n £ 




•y 




Y 
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X^SMMfcttttMH 1 ©*^ fc£*l(V) fcfcfJfcTSR'-OH^&fcR'-SH 
££&g©#£Tfc£Jfc£i*T2-«&#(VI) &£j5fcfS. SltLTliT- h U $ 

h\ rh7th'D77X 1.4-5?**U-X 5?^7-YAfe£C!)*7"Dh>ttj§g 
')*£jfcU &V>T, R2-fi&#(V) £Y-CH,-Hal (5£*, YttsS; (II) tm&H 
»B*fc£&JBV> a Efcffl«tm;j&>&i&&©»«HIg*T©K-e 
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II) t^HJ^A* h4r^Ft*R«a#TflS^«(YIII)fcUfc*K:, MIL 
TB»^5 1 ;Pftrsi:tfc«J;0 (IX) 




(Till) (IX) 
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(VII) (X) 




(ix) an 



^i^Atu n^TK^tttt, amm, mm, rag* 
x;p*>tt, h^x>x^*>K*s, ^x>^ > 7t;v^^ -?vi>m.m. 
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mmismz^xm^\z^m-^z\hifix^^ e ^mM^mmon^mmtmz 
mfezntz^tf, fem&&zt/£t£\z^mzm\sTmb%j%®?zm'®zmg:m&i. 
-rzcttfm&v^o ma^\zmir^mmm.mmtvx\t, mx\t, x-juji 

imnmzmtzmmuf&yitVTft, mm, mxm, mmm, mm 
<Dmm<DMm\tz:nt>izm%.znz>z\t\tte\,*o 
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paT«^bfc»R», Mmm. nmm, famm. mum, &&m. #m 

$&£fcJfcCTM:£&£fc©T&3^ l.BHIfcD 0.001 -100 mg/k 

g <Dmmx% &%v<m. 01-10 mg/kg©isHT> m@xtts@fc$H*TK#-r 

*BJilD#«*IP©^*i©^Tafe§#M2 001-11823 2#©^|ffl* 

S*ff4lfilt»©te**w*rHT**. 
03 te, ^MM65fcSB«©!fiB*^*ttlft©ili*S^"r0T?»5. HJg#l27© 

R^^x-r >^-7xn>o!©^n j ?nf3oviT«iS^^k*-^;p 
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^/-;K480 mL)Jc:^-hU^A(l3. 6 g, 0. 59 mol) Sim*, 90 , C£T#ML 
T^&Siifc. »ra-i?Dn7T->(4.0 g, 23. 6 mmol) SriD*. 9f$lttif* 
lllfc, 4tST^Um.SMl:7j((400 mL) £iD;L30#ra, 3£<8t#b 

(70 muting 3q»MlDSR»«Ebfc. *tffibfc@#:^J!t 

ttUf *Cfc*e*Efc«&*£3.72 gfcfcMX*: 76%) 0 

###92: 8-^P^-2-^h^->-9-(6-^PP-3-fc!U ^^^|/)7f^> 

##K!lT#6nfc2-^h4->7T->(2. 60 g, 12.5 mmol) ©DMFSfc (125 mL 
He, m^U^A (2. 85 g, 20. 6 mmol) £2-*nD-5-*nnj*^JHfU5» (3 
.33 g, 20.6 mol) SAD*.. 80"C.T?Z. 5^KJDSR«»bfc. R^^iffMUfe 

tK (100 BL)*l0AlN**T+spiU, «ffcBbfeH#:*«^l/fc. 
fc^W-XlOO mL) K:»*S*fc«, 3k?&T^U->(150 mL) SJnA, WUib^ 
feS&fcflJtT* C £ D 2-:/h*~>-9- (6-^ n P-3-tf U 5W*^;W 7t-> 
fcftfcMK*: 3.12 g). »M^-hU^A(3.05 g, 37.2 mmol) £2-7 h3^>-9- (6 

-^pp-3-tf'j ^f;w7T->(3. i g, 9.3i mo\)^tx\xtmmmmm.(n 

6 mL) MUH^m (1. 92 mL, 37. 5 mmol) Sim*., 4RfMR>KS*fc. 
«£Ee*bfc», S«Elc*(200 mL)&iJHA, *»T5N*Kft^ h U fPb 

fe. ffimisftm&*mw.vtz&, s-juKLxnm&Lit. 4o*cti5 

PMBBffilSJibT, efi»*<SStbT«Efl2^*S2.38 g#fc(JR»: 62ft) 0 
##M3: 2-^h^'>-9-(6-^DP-3-bfU v;i/^^;i/)-8-^ b^y7f^> 
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**y-;M110 mL)^^-hUC7A(614 mg, 26. 7 nmol) &UnA^iSS*fc. 21 
©«(-##M2T#&nfc8-7*n^E-2-y K + (6-^nn-3-EU^M? 
;U) 7t-> (2. 2 g, 5. 34 mol) *Jn*.» 3. 5HFUDiMLfc. RfoWtZMBM 
HU aSK:*(100 mL)^in^.^^T> WMlT+ftLfc. WffibfcH-ft&agt 

> 7K^bfc(20 mL)o £©B#£»»xg\;M30 nL) T^fSaS-BrSZ: tfc J: D 3 
ft»*tS»i:bT*IBft^«*1.26 g#fc(JR*: 65. OX). 

##ffi]4: 2-7h3r~>-9-(6-* h^'>-3-tf U> ? ;M5 1 ;V)75 J X> 

^^y-;K18 mL)(c^-h>J^A415 mg, 18. 0 mmol) SJP^*$*fca, 2- 
7h+$/-9-(6-^nn-3-fcfU i?)V*^)V) Tx->(300 ig. 0.90 mmol) Zlajl2 

A®mmmmvito E*afc**jBE»»u a«SK:*(3o mL) sjn*., mtt, ai 

h^fyy^-Tnnh /-JV 50:1K «Ete&to£148 mg# 

fcOK*: 5030. 

##0115: 2-^;V7S/T5 ? n> 
^--h 57 1^-^(200 iL)fc2-^nn7x~>(6. 0 g, 35. 4 mmol) <fc f^-J^T 5 

> (30 iL) £JD*.» 130 < CT150^K/S$i±fe. ££fc*«JEE*l»U&«, ^jg 

itUT, 3tefi»*H#£LT«ffifc£fc£2.08 gfc&MX*: 303!) . 
mSMl : 2-^ h 3r->-9- (6-57 □ n-3-bf U 2Jk*±M -8-b F P^'>7^n> 

»&& (70 bl) iz^msT*n znrdt&y!) a. 26 g, 3. 47 mod ^»d^> g*& 

T2if B 1^fS$tfc. RJS«t**JE««fUfc^ 8fifc*(130 mL) £JD*.*#T 

» 5N *m4kj-\*vy&7k®m'?$>mvtzo mmhtcm^mm-ni^T^^t 

fc£DafttME8J&£LTMEfc£*S1.20 g»fc(JR#: 99%). 
'OMR (DMS0-d 6 ) 5 10. 14 (lft brs), 8.40 (1H, d, J = 2.4 Hz), 7.76 (1H, d 
d, J = 2. 4, 8. 4 Hz), 7.49 (1H, d, J = 8. 4 Hz) , 6. 55 (2H, brs), 4.91 (2H, 
s), 4.14 (2H. t, J = 6.5 Hz), 1.67-1.57 (2H, m), 1.44-1.30 (2H, n), 0.9 
0 (3H, t, J = 7. 3 Hz) . 

HM12: 2-yh^->-8-k FD^S>-9-(6-^ h^-3-fcf U S^JM^Jl/) 7t-> 
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'OMR (DMS0-d 6 ) 6 10. 09 (1H, brs), 8.16 (1H, d, J = 2.4 Hz), 7.65 (1H, d 
d, J = 2. 4. 8. 4 Hz). 6.78 (1H, d, J = 8. 4 Hz) , 6. 49 (2H, brs), 4.80 (2H, 
s), 4.15 (2H, t, J = 6.6 Hz), 3.81 (3H, s), 1. 66-1.58 (2H, m), 1.42-1.3 
4 (2H. ■), 0.91 (3H, t, J = 7.3 Hz). 
- MMMZ: 2-^h^r'>-9-(6-xh^^-3-bfU^^5 1 ;H-8-b HDt->7f=> 

'HNMR (DMS0-d 6 ) 5 10. 06 (1H, brs), 8.14 (1H, d, J = 2.4 Hz), 7.64 (1H. d 
d, J = 2.4, 8.6 Hz), 6.75 (1H, d, J = 8. 6 Hz), 6.48 (2H. brs), 4.80 (2H, 
s), 4.26 <2H, q, J = 7. 2 Hz), 4.15 {2H, t, J = 6. 6 Hz), 1.68-1.58 (2H, 
m), 1. 42-1.34 (2H, i), 1.28 (3& t, J = 7. 2 Hz), 0.91 (3H. t, J = 7. 3 Hz 
). 

*jB0if4: 2-^ h^~>-9- (6-n-^ h4^>-3-fc!U V)V*=?)V)-%-\i Fo^y7T- 

> 

»t 5 assail *m vi th»j \tmm\z Lxmzfc&m * ait. 

'H NMR (DMS0-d 6 ) <5 10. 25 (1H, brs), 8.13 (1H, d. J = 1.9 Hz), 7.63 (1H, d 
d, J = 1. 9, 8.4 Hz), 6.75 (1H, d, J = 8. 4 Hz), 6.53 (2H, brs), 4.79 (2H. 
s), 4.23-4.12 (4H, i), 1.68-1.60 (4H, m), 1.42-1.34 (4H, i), 0.94-0.88 
(6H, m). 

HM15: 2-> r h^~>-9-(2-^aP-3-bfU> ? ;i/^^;i/)-8-h Ka^->7^> 

ftjrrs &%mw*m ^x^mm\ t mmiz vxmmit^m^ntzo 

'HNMR (DMS0-d 6 ) 6 10. 15 (1H, brs), 8.36-8.33 (1H, i). 7.52-7.50 (1H, m), 
7.41-7.36 (1H, m), 6.53 (2H, brs), 4.94 (2H, s), 4.07 (2H, t. J = 6. 6 H 
z), 1.62-1.52 (2H. m), 1.37-1. 23 (2H, m). 0.87 (3H, t, J = 7.3 Hz). 
HM16: 2-^N^v-8-b Fd^>-9-(2-^ h^->-3-lf'J^^^I/)7f^> 

ttjfo?%mm®w*%^xmffimit®mzLxmmk&M*mz 0 

'HNMR (DMS0-d 6 ) 6 10. 06 (1H, brs), 8. 08-8. 06 (1H, m), 7.21-7.19 (1H, m), 

6. 93-6. 88 (1H, m) , 6. 47 (2H, brs) , 4. 80 (2H, s) , 4. 08 (2H, t, J = 6. 5 H 
z), 3.92 (3H, s), 1.60-1.53 (2H, m), 1.38-1.29 (2H, m), 0.87 (3H, t, J = 

7. 3 Hz) . 
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glML 2-7h*'>-9-(6-£DD-5-^ h^->-3-b!U^^^)-8-bFD^ 

'HNMR (DMSO-d B ) 5 10. 06 (1H, bis), 8.12 (1H, d, J = 1.9 Hz), 7.85 (1H, d 
, J = 1.9 Hz), 6.49 (2H, brs), 4.83 (2H, s), 4. 16 (2H, t, J = 6. 6 Hz), 3 
.91 (3H, s), 1.66-1.61 (2H, m). 1.42-1.34 (2H. m), 0.91 (3H, t, J = 7. 3 
Hz). 

HISM8 : 2-7 h ^ ->-8- h H 0*^-9- (3- b? U *J)V * ^)V) 7f^> 

Hod7t^> (520mg, 3mmol) ©DMFM (30ral) \Z, (1.1 
g, 8mmol) tZ-?uu*^)VW?> 'm.Mm. (660mg, 5mmol) £in;^ &0X1X 

521hfc<fc02-^nn-9-(3-trU^^5 1 ;i/)7^>^#fc OR* : 759mg) o 
79J-)V (50ml) td^HJ^A (750ig, 30mmol) £iP*.v MVZX&WlVX 
5r&£-ferfco ^^T2-^nD-9-(3-tfUi?;i/^5 1 ;P) 7f-> (430ig, 1. 5mmol 

T\zmmm^mrLx^mhTz 9 mt^^uy^m^x^mv, nmmzmmm 

mbtco m&^ffiMZ0m\*1SQkT®M2'&tc'&, Hit (660ig, 5. 5mmol) £1)0*. 
, ^T-g&Rj&S-frfc. TO^i)ES5lLfct> n?£*i'V*5 1 M7& 
Zu^hsf^yj-xmrnV m<k*^U> : 10:1) , 8-^Dt-2- 

yh^->-9-(3-tf U> ? ;i/^^;M7x->^310mg#fe„ ##M3&tf 

'H NMR (DMS0-d 6 ) 6 10. 22 <1H, brs), 8.56 (1H, d. J = 1.9 Hz), 8.49-8.47 ( 
1H, i), 7.71-7.67 (1H, m), 7.38-7.33 (1H, m), 6.54 (2H, brs), 4.90 (2H, 
s), 4.14 (2H, t, J = 6.6 Hz), 1.65-1. 57 (2H, m), 1.41-1.33 (2H, m), 0.90 

(3H, t, J = 7. 3 Hz) . 
HiSM9: 2-f h*->-8-fc H P*'>-9- (4-fcf U z?)l*^)V) 7^~> 

m^^^mmn^m^xmmmitnmzhxmmi^^^nrc. 

'HNMR (DMS0-d 6 ) 6 10. 20 (1H, brs), 8.70-8.68 (2H, m), 7.29-7.27 (2H, m), 
6.48 (2H, brs), 4.92 (2H, s), 4.16 (2H, t, J = 6. 6 Hz), 1. 63-1. 55 (2H, 
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m), 1.40-1.32 (2H, m), 0,89 (3H, t, J = 7.3 Hz). 

'H NMR (DMS0-d 6 ) 5 10. 02 (1H, brs), 8.66 (1H, s), 8.56-8. 53 (2H, m), 6.48 
(2H, brs). 5.05 (2H, s), 4.06 (2H, t, J = 6.6Hz), 1.59-1.51 (2H, m), 1 
.37-1.29 (2H, n), 0. 87 (3H. t. J = 7. 3 Hz). 

mmm 1 1 : 1-7 h ± ~>-9- (5, 6-$?» P D -3- E U 22k * ±M -8-kHn^>7r 
~> 

##«2tra«K:UT#6nfc 2-n-7h3r->-8-7n ; E-9-(5, 6-^nn-3-t! 
U^^^;W-8-t Fd^f^7x->(150 ng, 0.34 imol) ©^y— ;K4 mL) 
MilctlKI (4 iL) Sim*.; 70 , CT9B#P B m^$ii-feo EJS«£«JE»i»L& 

mLimtt^uy:** y-fr 25 : d . ee»*jgs.tbT«ia^i»*45 mg 

35X). 

•H NM (DMS0-d 6 ) 6 10. 16 (1H, brs). 8.36 (1H, d. J = 1.9 Hz), 8.06 (1H, d 
, J = 1.9 Hz), 6.52 (2H, brs), 4.93 (2H, s) , 4.13 (2H, t, J = 6. 6 Hz), 1 
.64-1.58 (2H, m), 1.40-1.32 (2H, n), 0.90 (3& t, J = 7.3 Hz). 

mmm 12: 2-7 ->-9- (2. 6-s? » □ □ -3- tr u 22k * £2k) -s-bh'n^^yf 
~ > 

•H NMR (DMSO-d 6 ) 6 10. 12 (1H, brs), 7.66 (1H, d, J = 8.4 Hz), 7.52 (1H, d 
, J = 8. 4 Hz) , 6. 52 (2H, brs) , 4. 92 (2H, s) , 4. 08 (2H, t, J = 6. 6 Hz) , 1 
. 60-1. 52 (2H, m) , 1. 37-1. 29 (2H, i) , 0. 88 (3H, t, J = 7. 4 Hz) . 
MMMU: 2--?h* ->-9- (6-tf gJjjV -3- tf U * gJH -8-b KD^->7f 
-> 

k^'Jy>(3 mL) t^lifiMlT#6n*ft^ (100 mg, 0. 29 mmol) Sin*.* 90 

t:T30NF^iS$^fco Kfom*®!£mmisTc'&, mmzmttruy (50 mu 
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b LTmmfcGW*M mg#fc (IR*: 498!) . 

'H NMR (DMS0-d 6 ) 6 9. 79 (1H, brs), 8.09 (1H, d, J = 2.4 Hz), 7.47 (1H, dd 
, J = 2.4. 8. 6 Hz), 6.75 (1H, d, J = 8.6 Hz), 6.44 (2H, brs), 4.70 (2H. 
s), 4.17 (2H, t, J = 6.5 Hz), 3.48-3.44 (4H, m), 1.67-1.35 (10H. m), 0. 9 
2 (3H. t, J = 7.3 Hz). 

mmmU: 2-7h*:>-9-(6-(l-tfPU^~;H-3-tfU z?)V*?)V)-%-\i Fn* 

mnmimt>ti%ib&®b¥nW>zm^T, mmmizbmu(D^mrm 

] H NMR (DMS0-d 8 ) 6 10. 03 (1H, brs) , 8. 07 (1H, d, J = 2. 4 Hz) , 7. 46 (1H, d 
d, J = 2.4, 8.6 Hz), 6.45 (2H, brs), 6.37 (1H, d, J = 8. 6 Hz), 4.69 (2H, 
s) , 4. 16 (2H, t, J = 6. 6 Hz) , 3. 33-3. 29 (4H, m) , 1. 93-1. 88 (4H, m) , 1. 6 
7-1.59 (2H, m), 1.43-1.35 (2H, m), 0.92 (3H, t, J = 7. 3 Hz). 
m %m 1 5 : 1-7 h ^ ->-9- (6-^E M'j; -3- tf U 22k * ±M -8- 1: K □ ^ 7 5? 
-> 

^M#JiT#e>nMb^£t;i^y >£m>T, mfi^iii3t|wi^(Z)^T^ 

] H NMR (DMSO-d s ) <5 10. 01 (1H, brs), 8.14 (1H, d, J = 2.4 Hz), 7.53 (1H. d 
d, J = 2. 4, 8.6 Hz), 6.78 (1H, d, J = 8. 6 Hz), 6.45 (2H, brs), 4.73 (2H, 
s), 4.16 (2H, t, J = 6.6 Hz), 3.66 (4H, t, J = 4. 9 Hz), 3.38 (4H, t, J 
= 4.9 Hz), 1.67-1.61 (2H, m), 1. 43-1.35 (2H, m), 0.92 (3H, t, J = 7. 3 Hz 
). ' 

HISM16: 2-r7h^>-9-(6-^5^75/-3-fcrU *J )V M h'D^y 
7t-> 

'H NMR (DMS0-d 6 ) 6 10. 12 (1H, brs), 8.09 (1H, d. J = 2.4 Hz), 7.48 (1H, d 
d, J = 2. 4, 8. 9 Hz) , 6. 57 (1H, d, J = 8. 9 Hz) , 6. 49 (2H, brs) . 4. 70 (2H, 
s), 4.16 (2H, t, J = 6.6 Hz), 2.97 (6H, s), 1.70-1.46 (2H, i), 1.43-1.3 
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3 (2H, m) , 0. 92 (3H, t, J = 7. 3 Hz) . 

mnm u $ j -9- (6-^ □ u-i-m u * 3-%) -s-h f a 4- ^ 

»H NMR (DMS0-d 6 ) 6 10. 10 (1H, brs), 8.56 (1H. d. J = 1.9 Hz), 8.49-8.47 ( 
1H, m), 7.71-7. 67 (1H, m), 7.38-7.33 (1H, i), 6.50 (2H, brs), 4.90 (2H, 
s), 4.14 (2H, t, J = 6.6 Hz), 1.67-1.57 (2H. m), 1.41-1.30 (2H, m). 0.90 
(3H, t. J = 7. 3 Hz). 

mmm 1 8 ; 2-7 7 5 7 -9- (2-^ p □ -3- g u 22k * £2k) -8- ^ if p * k z z: 

'H NMR (DMS0-d 6 ) <5 9. 76 (1H, brs), 8.35-8.32 (1H, m), 7.47-7. 36 (2H, m) , 
6.23 (1H, brt, J = 5. 7 Hz), 6.07 (2H, s), 4.88 (2H, s), 3.13-3.05 (2H, m 
), 1.43-1.27 (2H, m), 1.24-1.16 (2H, m), 0.82 (3H, t, J = 7.3 Hz). 
^WJ19: 2-^;i/73x 7-8-fc FP*->-9-(6-^ )>^>-3-fcf U z?)V*?-)\<) 7 

fto 

'H NMR (DMS0-d 6 ) <5 10. 07 (1H, brs), 8.17 (1H, d, J = 2.4 Hz), 7.67 (1H, d 
d, J = 2. 4, 8. 4 Hz) , 6. 82-6. 76 (2H, m) , 6. 60 (2H, brs) , 4. 78 (2H, s) , 3. 
81 (3H, s), 3.25-3.17 (2H, m), 1.54-1.43 (2H, m), 1.38-1. 25 (2H, m), 0.8 
9 (3H, t, J = 7. 3 Hz) . 

H3SM20: 2-7^;i/75 7-8-fc Ka*->-9-(2-fcf U ^Ji/*^;i/) 7^-> 
##M5T#£tl£fl^r#j£/8^T, ^WJll^|WI)iiO^T^iBft^^# 

] H NMR (DMS0-d 6 ) 5 10. 88 (1H, s), 8.56-8.54 (1H. m), 8.05-7.89 (3H, i), 7 
.46-7.41 (2H, m), 5.05 (3H, s), 3.19-3.14 (2H, i), 1.44-1.21 (4H, m), 0. 
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81 (3H, t, J = 7.3 Hz). 

&mmi: 2-y^;i/7^ 7-8-b Kp^>-9-(3-HU VJk*±M 7x-> 

it. 

'HNMR (DMSO-d 6 ) <5 9. 78 (1H, brs), 8.55 (1H, d, J = 2. 4 Hz), 8.47 (1H, dd 
, J = 1.9, 4.9 Hz), 7.68 (1H, d, J = 7. 8 Hz), 7.34 (1H, dd, J = 4. 9, 7.8 
Hz), 6.21 (1H, brt, J = 5.5 Hz), 6.05 (2H, brs), 4.84 (2H, s), 3.20-3.1 
2 (2H, m), 1.47-1.39 (2H, m), 1.32-1.24 (2H, m), 0.87 (3H, t, J = 7. 3 Hz 
). 

mmmii: 2-7^)VT5i;-z-t kp^v-9-(4-h u>?;i/^^;i/) t^-> 

'HNMR (DMSO-d 6 ) 6 11. 05 (1H, brs), 8.76 (2H, d, J = 8.7 Hz), 8.09-7.88 ( 
3H, i), 7.73 (2H, d, J = 8.7 Hz), 5.09 (2H, s), 3.22-3.17 (2H, m). 1.47- 
1. 32 (2H, i), 1.29-1.18 (2H, m), 0.82 (3H, t, J = 7.4 Hz). 
HWJ23: 2-^;VT$y-9-(2, 6-S?g □ p-3-fcf U 22k*±M -8-fc Fp*-> 

'H NMR (DMS0-d 6 ) <5 9. 82 (1H, brs), 7.61-7.51 (2H. m), 6.23 (1H, brt, J = 
5.4 Hz), 6.08 (2H, s), 4.87 (2H, s), 3.12-3.05 (2H, m), 1.40-1.19 (4H, m 
) , 0. 82 (3H, t, J = 7. 3 Hz) . 

H»J24: 2-y^;V7$ 7-9- (G-z?*^)\>7 S. 7-3-fcf U S?JM^;M-8-b HP 
^»J17T#e>tl^^®t40!l!^^5 1 ;i/T$>7jc^^^ViT, H«J13£ 

'HNMR (DMS0-d 6 ) <5 9. 61 (1H, brs), 8.10 (1H, d, J = 2. 2 Hz), 7.49 (1H, dd 
, J = 2. 2, 8.6 Hz), 6.56 (1H, d, J = 8.6 Hz), 6.18 (1H, brt, J = 5.7 Hz) 
, 5.97 (2H, brs), 4.65 (2H, s), 3.22-3.15 (2H, m), 2.97 (6H. s). 1.53-1. 
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42 (2H, i), 1.38-1.24 (2H, m), 0.89 (3H. t, J = 7. 3 Hz). 

H»J25: 2-7h»'>-8-b K n^S/-9- (6-^^-;P-3-h° U ^)V^)V) 7"r-> 

'H NMR (DMS0-d 6 ) <5 9. 95 (1H, s), 8.42 (1H, d, J = 2.2 Hz). 7.58 (1H, dd, 
J = 2. 2, 8. 1 Hz) , 7. 20 (1H, d, J = 8. 1 Hz) , 6. 46 (2H, brs) , 4. 84 (2H, s) 
, 4.14 (2H, t, J = 6. 6 Hz), 2.41 (3H, s), 1.62 (2H. m), 1.37 (2H, m). 0. 
90 (3ft t, J = 7. 3 Hz) . 

H3EM26: 2-yh^->-8-h Fp^->-9- (2-^;W3-tf U ¥)V*^)\>) Ty"-> 

] H NMR (DMS0-d 6 ) 5 10. 01 (1H. brs), 8.33 (1H, d, J = 3. 1 Hz), 7. 39 (lft d 
, J = 6.4 Hz), 7.15 (1H, dd, J = 3. 1, 6.4 Hz). 6.49 (2H. brs), 4.88 (2H, 

s), 4.10 (2H, t, J = 6. 6 Hz), 2.59 (3H, s), 1.59 (2H, m) . 1.34 (2H, m), 

0. 88 (3H, t, J = 7. 3 Hz) . 

nffi&m: l-I^JVT $ I -8-fc H □ ±^±. (6-* ^-3- b° U i?;M 7? 



&. 

'H NMR (DMS0-d 6 ) 6 9. 78 (IE s), 8.42 (1H, d, J = 2. 2 Hz), 7.57 (1H, dd. 
J = 2. 2, 8. 0 Hz), 7. 19 (1H, d, J = 8. 0 Hz), 6. 22 <1H, t, J = 7. 1 Hz), 6. 
09 (2H, brs), 4.78 (2ft s), 3.16 (2H, m), 2.41 (3H, s), 1.44 (2H, m), 1. 
28 (2H, m), 0.87 (3H, t, J = 9. 6 Hz). 

&W0928: 2-7^;]/7$7-8-fc H D^->-9- (2-^^;W3-bf U 2>k*±M 



fco 

'H NMR (DMS0-d 6 ) <5 9. 70 (1H, s), 8.32 (1H. d, J = 3. 1 Hz), 7.37 (1H, d, J 

= 7.7 Hz), 7.14 (1H, dd, J = 3. 1, 7.7 Hz), 6.20 (1H, t, J = 6. 4 Hz), 6. 

0 (2H, brs), 4.82 (2H, s), 3.12 (2H, ■), 2.60 (3H, s), 1.39 (2H, i), 1.2 

5 (2H, m). 0.84 (3H, t, J = 7. 1 Hz). 
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mm®m : 2-7^)17 $ J -9- u P-6-* fjj/JzHU 22k * £2kl -8-h H □ 

fc. 

J H NMR (DMS0-d 6 ) 6 9. 74 (1H, brs), 7.33 (1H, d, J = 5. 8 Hz), 7.22 (1H. d, 
J = 5.8 Hz), 6.24 (1H, m), 6.06 (2H, brs), 4.83 (2H, s), 3.09 (2H, m), 
2.42 (3H, s), 1.37 (2a ■). 1.25 (2H. m), 0.82 (3H, t, J = 5.5 Hz). 
mmmZO : Z-ttJVT ^ / -8- b K □ * ->-9- (6- b jf □ 3^>-3- b U 22k * £jkj 

'H NMR (DMS0-d 6 ) 5 11. 50 (1H, brs), 9.61 (1H, brs), 7.45 (1H, dd, J = 2. 6 
, 9. 5 Hz). 7.28 (1H, d, J = 2.6 Hz), 6.28 (1H, d, J = 9.5 Hz), 6.22 (IH, 
t. J = 6. 2 Hz), 6.00 (2H, brs), 4.53 (2H, s), 3.17 (2H, q, J =6. 2 Hz), 
1.45 (2H, i), 1.30 (2H, i), 0.88 (3H, t, J = 7. 3 Hz). 
mmmn: 8-bFP^v-2-(2-;* h^)Xh^-9M3-bU^;i^5F;V)7^~ 
>_ 

'H NMR (DMS0-d s ) <5 10. 02 (1H, brs) , 8. 57 (1H, s) , 8. 48 (1H, d, J = 4. 8 Hz 
), 7.70 (1H, d, J = 6. 1 Hz), 7.36 (1H, dd, J = 4. 8, 6.1 Hz), 6.50 (2H, b 
rs), 4.90 (2H, s), 4.27 (2H, t, J = 4. 6 Hz), 3.59 (2H, t, J = 4.6 Hz), 3 
.27 (3H, s). 

HWJ32: g-bPP^'>-2-/ h=fr->-9-(3-fcf U^M^)7f^> 

J H NMR (DMS0-d 6 ) 6 10. 04 (1H. brs), 8.57 (1H, s), 8.48 (1H, d, J = 4. 8 Hz 
), 7.71 (1H, d, J = 6. 1 Hz), 7.35 (IH, dd, J = 4. 8, 6.1 Hz), 6.53 (2H, b 
rs), 4.90 (2H, s), 3.76 (3H, s). 

mmmZZ: 2-77)V7S.S-Z-3Lb : *z/i3)\'tf~)\'* : *i'-9-to--* h^>-3-b°U 
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£!6m9T?#6n*fc-&<»(200 mg, 0.58 ool) <Dmt*?U>®m (15 mL) \Z 
, hUx^;i/75>(100 ul,. 0. 75 mmolh ^nnfUx^Jl/ (67 mL, 0.70 m 
mol), VtJ-frT*; tf 1)^X20 mg, 0. 17 miol) S:JiI^P?L, ^T15^p^S 

^>^JD^> H#£*Jrffi£irat&U S^*@#:tbT^I5^^l*170 mg 
#fc(JR*: 7 IX). 

'H NMR (CDClj) 5 8.33 (1H, d, J = 1. 9 Hz), 7.75 (1H, dd, J = 1. 9, 8.4 Hz) 
, 6.15 (2a brs), 6.67 (1H, d, J = 8.4 Hz), 4.87 (2H, s), 4.71 (1H, brt, 

J = 5.4 Hz), 4.46 (2H, a, J = 7. 1 Hz), 3.90 (3H, s). 3.41-3.34 (2H, m), 

1.60-1.35 (7H, m), 0.96 (3H, t, J = 7. 3 Hz). 
HligfiJ34 : tl±J^Z ^ I -9- (6-^ □ □ -3- tf U gjk * ±M Z§zX h ^ )VX 

'H NMR (CDC1 3 ) 5 8.55 (1H, d, J = 2. 4 Hz). 7.81 (1H, dd, J = 2.4, 8.4 Hz) 
, 7.27 (1H, d, J = 8.4 Hz), 6.06 (2H, brs), 4.93 (2H, s), 4.83 (1H, brt. 

J = 5.5 Hz), 4.47 (2H, a, J = 7. 1 Hz), 3.40-3.32 (2H, m), 1.59-1. 36 (7H 
, m), 0.95 (3H, t, J = 7. 3 Hz) . 

II»J35: 2-^;P7$/-8--f vyD^^^M" W'>-9-(6-^ h-1^>- 
3-tfU>?;i^^;H75^> 

'H NMR (CDCI3) 5 8. 32 (1H, d, J = 2.2 Hz), 7.74 (1H, dd, J = 2. 2, 8. 9 Hz) 
, 6.68 (1H, d, J = 8.9 Hz). 6.08 (2H, brs), 5.23-5.13 (1H, m), 4.89 (1H, 
brt. J = 5. 8 Hz), 4.87 (2H, s), 3.91 (3H, s), 3. 42-3. 35- (2H. m), 1.60-1 
.52 (2H, m), 1.48-1.37 (8H. m), 0.96 (3H, t, J = 7. 3 Hz). 
MfaVm : 2-7?)V7 $ J -9- (6-^ □ a-3- M D 21k*±M -8~f V ~f U tf* =s 
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'H NMR (CD CI 3 ) <5 8.55 (1H, d, J = 1. 9 Hz), 7.80 (1H, dd, J = 1. 9, 8.4 Hz) 
, 7.27 (1H, d, J = 8.4 Hz), 6.14 (2H, brs), 5.24-5.14 (1H, 1), 4.96-4.92 
(3H, m), 3.40-3.33 (2H, m), 1.62-1.51 (2H, m), 1.45-1.34 (8H, m), 0.95 
(3H, t, J = 7.3 Hz). 

m-mmZT: 2-7h^-8-Xh*^:ft;i/#-;i^^-9-(6-* h^r'>-3-tfU^;P 

.'H NMR (CDCI3) 6 8.33 (1H, d, J = 2.4 Hz), 7.75 (1H, dd, J = 2. 4, 8.1 Hz) 
, 6.68 (1H, d, J = 8. 1 Hz), 6.15 (2H, brs), 4.93 (2H, s), 4.48 (2H, q, J 
= 7.1 Hz), 4.30 (2H, t, J = 6. 6 Hz), 3.90 (3H, s), 1.83-1.72 (2H, m). 1 
. 53-1. 43 (5H, m) , 0. 98 (3H, t, J = 7. 3 Hz) . 
HISM38: 2-7 h^>-9- (6-^ a n-3-tf U Vfrt^M -8-x 

'H NMR (CDCI3) 6 8.56 (1H, d, J = 2. 4 Hz), 7.81 (1H, dd, J = 2.4, 8.4 Hz) 
, 7. 29 (1H, d, J = 8. 4 Hz) , 7. 28 (2H, brs) , 4. 99 (2H, s) , 4. 49 (2H, a, J 
= 7.0 Hz), 4.28 (2H, t, J = 6. 6 Hz), 1.81-1.71 (2H, 1), 1. 52-1.43 (5H, 
m) , 0. 97 (3H, t, J = 7. 3 Hz) . 

IH»J39: 2-7 h^>-9- (2-£ □ P-3-tf U 2Jk*±M zlh£ h*isi3)ltf- )l 

•H NMR (DMS0-d 6 ) 6 8. 37-8. 35 (1H, m), 7. 73-7.69 (1H, m), 7.41-7.37 (1H, m 
), 7.09 (2H. brs), 4. 95 (2H, s), 4.39 (2H, q, J = 7.2 Hz), 4.12 (2H, t, 
J = 6.6 Hz), 1.61-1.53 (2H, 1), 1.37-1.29 (5H, m), 0.87 (3H, t, J = 7. 3 
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Hz). 

mmmzxm s. nz>\t&m wnD^^Mi ^x. m WJ33 1 mmvji 

'H NMR (CDCI3) 6 8. 77 (1H, d, J = 2. 2Hz) , 8.56-8.53 (1H, m), 7.85-7.81 (1 
H, m), 7.25 (2H, brs), 7.24-7.22 (1H, m), 5.02 (2H, s) , 4.30 (2H, t, J = 
6. 6 Hz). 4.05 (3H, s), 1. 82-1. 72 (2H. m), 1.53-1.42 (2H, m), 0.97 (3H, 
t, J = 7. 3 Hz). 

h»jst?# s nz>4t&w htuu €Mn-^ >?)i&m ^x, mmmn t mm 

'H NMR (DMS0-d 6 ) 6 8. 59 (1H, d, J = 1.9 Hz), 8.51-8.48 (IE m), 7.75-7.72 
(1H, m), 7. 39-7.34 (1H, m), 7.07 (2H, brs), 4.92 (2H, s), 4.32 (2H, t, 

J = 6. 6 Hz), 4.18 (2H, t, J = 6. 5 Hz), 1.71-1.61 (4H, 1), 1.41-1.31 (6H, 
m) , 0. 93-0. 85 (6H, m) . 

'H NMR (DMS0-d 6 ) 5 8. 60 (1H, d, J = 1.9 Hz), 8.51-8.49 (1H, m), 7.76-7.72 
(1H, m), 7.39-7.35 (1H, m), 7.07 (2H, brs), 4.96-4.93 (3H, m), 4.18 (2H 

. t, J = 6.5 Hz), 1.86-1.58 (8H. m), 1.44-1. 33 (6H, m) , 0.91 (3H, t, J = 
7.4 Hz). 

mmmw ■. 8-(7u;^^^)^;^^^s>-2-^h^'>-9-(3-tfu^;i/^^ 

)l>) 7f-> 

nmmzxm znzit&wt zuu gmr u )v&m ^x, mmmntmu^ 
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■HNMR (DMS0-d 6 ) 5 8.61 (1H. d, J = 1.9 Hz), 8.51-8.49 (IE m), 7.77-7.74 

(lft i), 7.39-7.35 (1H. m)., 7.25 (1H, dd, J = 6. 5, 13.8 Hz), 7.03 (2H, 
brs), 5.06 (1H, dd, J = 1. 9, 13.8 Hz), 4.93 (2H, s), 4.86 (1H, dd, J = 1 
.9, 6.5 Hz), 4.19 (2H, t, J = 6. 6 Hz), 1.64-1.41 (2H, m), 1.39-1.33 (2H, 
m), 0.91 (3H, t, J = 7.4 Hz). 

nm$m: %-7^)V^^r^-l-^ h^v-9- n D-3-tf' J 2iL* f2k) 7=f 

•H NMR (CDCI3) 6 8.56 (1H, d, J = 2. 4 Hz), 7.80 (1H, dd, J = 2. 4, 8.4 Hz) 
, 7.30 (1H, d, J = 8.4 Hz), 7.28 (2H, brs), 5.00 (2H, s), 4.29 (2H, t, J 
= 6. 5 Hz), 2.72 (3H, s), 1.82-1.71 (2H, m), 1.52-1.42 (2H. m), 0.97 (3H 
, t, J = 7. 3 Hz). 

mm&m : 8-7p tt-frttis-l-? h ± v-9- (6-^ p a -3-bf U V ^;]/) 

'H NMR (CDC1 3 ) 5 8.55 (1H, d, J = 2. 4 Hz). 7.80 (1H, dd, J = 2. 4, 8. 1 Hz) 
, 7. 30 (1H, d, J = 8. 1 Hz) , 7. 28 (2H. brs) , 5. 00 (2H. s) , 4. 29 (2H. t, J 
= 6. 5 Hz), 3.14 (2H, a, J = 7.4 Hz), 1.82-1.71 (2H, m), 1. 55-1.42 (2H, 
m), 1.23 (3H, t, J = 7.3 Hz), 0.97 (3H, t, J = 7. 3 Hz). 
%-ffi.$m: 8-^>V^JP:fr^-2-:7b^>-9-(6-^5 1 ;i/-3-fcf U>MMg\fr) 7 

'H NMR (CDC1 3 ) 5 8.64 (1H, d, J = 2.4 Hz), 7.77 (2H, d, J = 7. 3 Hz), 7.69 
(1H, dd, J = 2. 4, 8. 1 Hz) , 7. 63 (1H, t. J = 7. 3 Hz) , 7. 49 (2H. t, J = 7 
.3 Hz), 7.09 (1H, d, J = 8. 1 Hz), 5.76 (2H, brs), 4.95 (2H, s), 4.34 (2H 
, t, J = 6. 6 Hz) , 2. 52 (3H, s) , 1. 78 (2H, m) , 1. 52 (2H, m) , 0. 99 (3H, t, 
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J = 7. 3 Hz) . 

mffiMtf : 8-^ y "Pj 2k±±j±±^£2kZ § I -9- it* TJkdt¥ 'J 2Jk*±Jk 

•H NMR (CDCls) (5 8.63 (1H, d. J = 2. 0 Hz), 7.74 (2H, d, J = 7. 4 Hz), 7.69 
(1H, dd, J = 2.0. 7.9 Hz), 7.61 (1H, t, J = 7. 4 Hz), 7.47 (2H, t, J = 7 
.4 Hz), 7.08 OH, d, J = 7.9 Hz), 5.57 (2H, brs), 4.88 (2H, s), 4.84 (1H 
, t, J = 5.9 Hz), 3.40 (2ft m), 2.52 (3H, s). 1.58 (2H, m). 1.42 (2H, m) 
, 0. 97 (3H, t, J = 7. 3 Hz) . 

3SI6W48: 2-T" h *->-8- (4-* TMf^Li ik£*±zlh (6-* ^;W3-tf U 

^»j25Tt# €» n%%>&® tmitD- b jv*-i )v*m i>t> mmmn t mmox 

•H NMR (DMS0-d 6 ) 5 8. 44 (1H, s) , 7. 73 (2H, d, J = 8. 2 Hz) , 7. 62 (1H, d, J 

= 8.0 Hz), 7.30 (2H, d, J = 8. 2 Hz), 7.20 (1H, d, J = 8. 0 Hz), 6.84 (2H 

, brs) , 4. 84 (2H, s) , 4. 22 (2H, t, J = 6. 6 Hz) , 2. 42 (3H, s) , 2. 40 (3H, s 

), 1.66 (2ft m), 1.41 (2H, m), 0.92 (3H, t, J = 7.4 Hz). 

mmmA9 i-fj-^y 5 1 -8- (4-* ^ > *m ;t^* ~>-9- (6-* ±jv±^ u 

•H NMR (DMS0-d 6 ) 5 8.43 (1H, s), 7.69 (2H, d, J = 8. 2 Hz), 7.62 (1H, d, J 
= 8.0 Hz), 7.28 (2H, d, J = 8. 2 Hz), 7.19 (1H, d, J = 8. 0 Hz), 6.71 (1H 
, brs) , 6. 25 (2H, brs) , 4. 80 (2H, s) , 3. 22 (2H, t, J = 6. 6 Hz) , 2. 42 (3H 
, s), 2. 39 (3H, s), 1.46 (2H, m), 1.30 (2H, i), 0.89 (3H. t, J = 7. 4 Hz). 

H»J5Q : 2-^;P7$y-8-h Hd^± g z ±z±2k2i±2k) t^-> 
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■H NMR (DMSO-d 6 ) 6 9.79 (1H. s), 8.39-8.41 (1H, i), 7.94-7.97 (1H, m), 
7. 83-7.86 (1H, m), 7.55-7. 59 (2H. m), 7.40-7.46 (1H, m), 7.26 (1H, m), 

6.17 (1H, t, J = 5.8 Hz), 6.05 (2H, s), 5.28 (2H, s), 3.09-3.16 (2H, m), 
1.36-1.44 (2H, m), 1.21-1.29 (2H, m), 0.83 (3H, t, J = 7. 4 Hz) 

H3S0H51 : 2-^Jl/7$/-8-bHo^'>-9- (2-jry?-)V*^)l>) 75^-> 

'H NMR (DMSO-d 8 ) 6 9.69 (1H, s), 7.84-7.89 (3H, m), 7.74 (1H, s), 7.47 
-7.52 (3H, m), 6.21 (1H, t, J = 5.8 Hz), 6.03 (2H, s), 4.97 (2H, s), 3.1 
2-3.20 (2H, m), 1.41-1.46 (2H, m), 1.22-1.31 (2H, i), 0.83 (3H, t, J = 7 
. 4 Hz) 

mMMM : 2-?>^'>-8-b Fa*~>-9- (l-j-7^)l*^)l) 7t-> 

NMR (DMS0-d 5 ) 6 10.21 (1H, s), 8.37-8.41 (1H, m), 7.85-7.98 (2H, m) 
, 7.55-7.60 (2H, m), 7.41-7.47 (1H, m), 7.25-7.28 (1H. m), 6.52 (2H, s), 
5.34 (2H, s), 4.10 (2H, d, J = 6.6 Hz), 1.55-1.61 (2H, m), 1. 29-1.38 (2 
H, i) , 0. 87 (3H, t, J = 7. 3 Hz) 

^t?SM53 : 2-^h^>--8-b Fn*->-9- {2-j-y^)V^)V) 7f-> 

■H NMR (DMS0-d 6 ) 5 10.12 (1H, s), 7.87-7.90 (3H, i), 7.76 (1H, s), 7.4 
6-7.51 (3H, m). 6.45 (2H, s). 5.02 (2H, s), 4.14 (2H, d, J = 6. 6 Hz), 1. 
55-1. 63 (2H, m), 1.31-1.39 (2H, i), 0.88 (3H, t, J = 7. 3 Hz) 
^MM54 : 2-7^;i/7$y-8-b: Ha^->-9- (5-£ □ u-2-^JL-)V 7 

'H NMR (DMS0-d 6 ) 5 9. 85 (1H, s), 6.96 (1H, d, J = 3. 8 Hz), 6.91 (1H, d 
, J = 3.8 Hz), 6.23 (1H, t, J = 5.4 Hz), 6.07 (2H, s), 4.87 (2H, s), 3. 1 
5-3.23 (2H, m), 1. 43-1.53 (2H, m), 1.24-1.37 (2H, i), 0.89 (3H, t, J = 7 
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.3 Hz) 

£«SM55 : 2-^5 1 ;i/7$y-8-t:HP^r^-9-(6-^5 1 ;i/-3-tfU^;V^5 1 ;i/)77 ; 

=-> -mmm. 

£*W27©fc£* (2. 52 g. 7.70 mmol) <D*?S~-)V®m (520 il)(C0.5N 
(30.8 ml) ^n*., MtibfcM,fl£iiiIfcU ^f2fc£«f#fco 
mp 249-252 t: 

Calc : C 45. 17, H 5. 45, N 23. 04, S 7. 54 
Anal : C 44. 96, H 5. 56, N 22. 90, S 7. 53 

H3SM56: ^^XMmfcfe^^-f >^-7in>iM (in vitro) 

C3H/Hemv^X ; 8-10M) # e>B$K^Mffib> 5XFBS^^MEMM 
£MV>T2X10 6 cells/ml©MMM£IE$3U 247tv-< ^nyix- 
VJDWZO. 5 mlT^^ftbfc. fbTv IH^T^L^^b^ (0.2* DMS 
0£^tf) £#£x;W;:0. 5 mlTo«lU 53! C0 2 -f >^^^-^-F*3T37t:> 2 
4B#|iSm*bfc^ tg*$£0. 2"T-l'^n^-^-©7^;i/^-T^®53gbT^ 
*±?f^#fco imiitf^tfW >^-7in>7j»j;J. A. Armstrong, Methods 
in Enzymology 78, 381-7ic:feic©A*-f tT-yt'f fcj; DJtSLfco -T&fr^l 
X10 4 cells/50M©^Xiit$i^m L929S96^©^yi^-hT24B#5g^ 
50Ml©^i£*±if£»]U Mlc24B#^^*Ufe. i^Tzk&'&Pi*! 

3fc<M;K*£ ioo p.1 -f-ommv, frxmmmmm-c(DMm&®i%}&%p 

ithU^A^i^l, 595nm©©JK^PJ^-rs^<i:Tffofcc # 
^fc&WtttLT, 9-^>yM-^75 ;-8-t h'D^^7r^>- (W099- 
28321<Z)||»J24<9<fb&tl) ^ ##fc£«J2£LT\ 9-^>^;W2-^ h*~>-8- 
kFn^>77-> (W099-28321©HWJ19^b^) , JtWlll t UTR-837 ( 
-fS^F) , itlSM2tbTR-848 (1- (2-b H u t!;i/) -2- 

p< h^->X^;W-lH-r5^7[4, 5-c]+7 U>-4-75 » £flH>fc 0 m2\z&fc 
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S2 





(nM) 

V 111X1/ 








1 


*«5^18 


10 




1 




3 


mmmz 


1 




30 




10 


mmmi 


3 




3 




10 




1 


mm®m . 


10 




T 


H3S0U24 


3 




1 


HHM25 


1 




3 




1 




10 


nmmi 


3 




3 




10 


mmmn 


10 




10 




3 




100 




1 




1 




1 




300 


mmm* 


1 




3 




3 







H3SM57: ^fr^fc&frS-f >^-7xD>jM (in vivo) 

•>x(ciSPS#Lfc. 2mmwi'bm^Dmski^ Mm^<D-o^-7 x.u>tim 
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-f >^-7xn>i§3gStt (u/ml) 





Gng/kg) 


0.01 


0. 03 


0. 1 


0.3 


uj /»t i 




123±87 


322±95 


623±32 




25±17 


388±87 


1211±263 


2559±495 


jr+yj-fr flat O 






353+73- 


I966±532 


! IIWJ5 






133±33 


473 ±9 








569±42 


1222±248 








347±149 


845±22 




13±5 


167±97 


725±141 


936±438 










539±107 






89±22 


409±267 


733±256 








279±177 


568±160 










31±5 










304±138 










570±63 








52±32 


603±147 








251±46 


716±155 


JA* Ar*if -t rr 




31±23 


183±43 


999 ±379 


«±r /et t a 








94 ±49 


•^-Wfc/SJf 1 Q 


14±5 


199 ±84 


383±122 


601 d= 187 


I&5SM21 




15±8 


290±134 


571 ±164 


zmmu 






21±9 


332±83 


HSSM23 






42±7 


414±118 


H»J24 








403±146 


§SS6#I25 


65±52 


151 ±29 


753±140 


721±299 


^JS0il26 




121 db 11 


433±366 


780±190 


Hfl50927 




14±3 


324±66 


804 ±274 


HM0J28 






186±62 


1462±260 


11160029 








619±268 








55±25 


275±165 






60±40 


186±42 


317±160 








1638±246 


1961±950 



»M58: ji-2^*¥Mz&ttZ>-(><!?-7^u>MMfcm (in vivo) 

d yij m tenmm 5 6 t mm © v tz 0 &-$-m mm \z & # % skm * © -r 
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mi 173±6619 U/inL ^«J27^14, 488+6365 U/mL #^#12/^18, 305±5578 

mm®m: thmffijkmmmm (pbmo ^^tt^.-r>^-7xn>^^ffl 

m%#7>f-j75£<DMffiik*'\rtV>imita.\s. Lymphoprep 111 (NYCOMED P 
HARMA AS) *m^tc%m%®&bftM\Z&Q&]&mm (PBMO ZmULtCo PB 

MC£&jfiL*it rpmi momm^2Bm^LrcWi, loyo^^^mmn rpmi 1640 
mmx'\xwmM\zmm.v, >>*9^x;i/#*;>F («go. i%) t^ufc 

»fc3-$&©#£TT5% C0 2 -T >4 1 aL^-^F*gT37'CfcT24^r B 1^*L7t. 75: 

±mmwmi&iz£vm$as. mmm^(Dmm^m\zmr^^-2ov^TT 

$H£&#Ltc. %m±m*<D\i MFN-a(^S»«7-7S>^A^(DMSELISA sy 
stem£&fflbfco 84 dlg^^f . (-) «$tEHESf?- (1. 25 pg/il) £TF. NT« 

84 





(nM) 




0.3 


1 


3 


10 


30 


*JM17 


NT 


5±3 


17±17 


50±33 


61±38 




NT 


5±1 


12±1I 


48±34 


60±33 




7±3 


28±24 


46±34 


NT 


NT 


HJEM27 


NT 


6±3 


26±22 


56±37 


59±33 








6±5 


NT 


NT 




NT 




7 


23±22 


64 ±40 



7®0©BALB/cTC7X(C, 10 /ig©:*#7;^S>£&3H$-frfc4 mg©7j<M 

7;az^A^ (ioom i) ^nK^s^bT^^b, uB&mMT«mmmis 
fco t(Din'&. mmzmytcv, imfcW&M.m do*) , 2-^jv*^m^ 
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S-)V (50 Ml) , ^n^U>G (100 U/ml) , 7, Y V^Y^-i $✓> (100/ig/ml 

) ^trRPMi-i640(c«b, mm^mm^mmhTco mmmnmm (5xio 6 

eel 1/200 ^I/well) \z$-#7)V7~i> (0.5 mg/ml) &&tfUm{k&®*miia L 
> 37t\ 5* C0 2 #ffiTl?3Sr B ^*Lfe. ig^ffftxDIM b#-r >S£ELISA}£ 
fccfcDJtibfc. IFN-7&£mL-4te7Tv*£ft, IL-5tex> F>>x 
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IL-4*£»*tfs/B <»■ of control) 





mm (nM) 




0. 1 


1 


10 


100 




98 


: 7 


2 


<1 




96 


4 


<1 


<1 


t±x -bfe /ml 1 A 


— 


54 


3 


<1 


HJS villi 




40 


<1 


<1 


^JSwll9 




32 


<1 


<1 






106 


23 


2 


£160121 




53 


1 


<1 






88 


9 


1 




86 


2 


<1 


<1 


mm&m 




30 


1 


<1 


ittstm 




18 


1 


<1 




90 


24 


1 


<1 








109 


24 




107 


48 


1 


<1 


IL-5^£lfl#ftM§ (% of control) 




mm (nil) 


0. 1 


1 


10 


100 


9mm 


116 


41 


16 


15 




98 


37 


14 


12 


mmmw 




91 


32 


15 


mmwn 




77 


24 


10 


mmm\9 




83 


16 


13 


nmmo 




106 


71 


19 


£IB0!21- 




97 


23 


15 






115 


50 


18 i 




102 


31 


13 


13 


mmm2i 




68 j 


20 


12 


Jt««i 




54 


15 


10 


it««2 


106 


73 


18 


10 








92 


69 




99 


79 


16 


11 
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\z ^ <D Cmax* <£ tfTmaxS: „ 
S6 



Cmax&Jct^Tinax 





Dose 


Cmax 


Tiax 




(mg/kg) 


(ng/ml) 


(hr) 


SI2M17 


3 


310 


1 


HJ6M19 


3 


188 


4 




3 


18 


1 




10 


150 


0.25 




3 


565 


0.5 




3 


90 


0.5 




3 

10 


19 
15 


1 

0. 5 



htcmmmmi. 5, 5.5, 7.4Hc<ft£«»]u #;px^;^*i*--eif# 
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(|ig/ml) 





! pH 2. 5 


PH 5.5 


pH 7.4 




784 


20 


18 


mm 9 


350 


4 


3 


mmm 10 


34 


15 


10 


mmm 15 


140 


1 


<1 


mmm n 


293 


NT 


NT i 


mmm 19 


130 


2 


.2 


mmm 20 


8.813 


NT 


NT 


9IIM21 


15, 000 


45 


64 


HSfiM 22 


>80, 000 


73 


16 


11*603 24 


27, 000 


22 


1 


ft)M 25 


>1, 000 


5 


3 


26 


>1, 000 


6 


3 


mmm 21 


610 


5 


2 


mmm 28 


>1. 000 


8 


4 


mmm 31 


>1, 000 


353 


322 


^JSM 32 


>1, 000 


82 


25 


1 


26 


<1 


<1 1 


##fc£#J 2 


2 


<1 


<1 



day 0 &<fctfday mW&Tfr'J* > (OVA) 1 mg£AK0H) 3 100 mg£-£tr*« 
fc^Mtfiftfcl ml«4bfc|fc*frV^ day 14^1% 0YA**&jfi*«*^5 

£ffrt8!#£U iEje24l*Wafc»«$lii|fia»^*ffV>iffe#«4i©»ifc«* 
Hinkelman^teU £ > h Lfc 0 *MB t bTSensi. -/Challe. +, CMC- 

NaXtfFluticasone&JB^fc. BlWTgt^il^^ 



144 



WO 02/085905 PCT/JP02/03727 





xlO 4 cells 










Sensi.-/Challe.+ 


26.22 


15.60 


"6.37 


CMC-Na 


319.55 


281.89 


115.08 


HffiStfll 27 O.OOlmg/kg 


383.85 


392.01 


160.04 


HWJ 27 O.Olmg/kg 


186.77 


161.86 


66.08 


Uli 27 O.lmg/kg 


46.84 


51.84 


21.16 


Fluticasone O.Olmg/kg 


300.07 


231.84 


94.65 



day Q\zmB7)VfS.X0W 2 #g£AK0H) 3 5 mgfc^tri&iftfc^^ttfirt 
£500 fim-$Lft&*m\ day 14fcx— 5r^*#KI#fTTl ng/il ©0VA*« 



«9 





Mil ( mm! 


) 




TO 




aims 




0.034 


0.021 


0.009 


17 4 // g/ear 


0.046 


0.024 


0.010 


HJfe^lll7 40 //g/ear 


0.048 


0.013 


0.005 


^Jfc#Jl7 400 |/ g/ear 


0.014 


0.008 


0.003 



1MM65 : tI%^x;p-7^X£^^^^^J27Q^^tlg)MM5ii^^ 
E&#Renca«lfiM*(g^B:kJ:DA^)§5xlO< cells/0.05 ml/iouseT&fti^L 

tf-*;i/ (0. 5%#;i/**^v;M3^Hi;i/ni-7. CMC-Na£fem 
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T3) #i£J80 , 1 mg/kg&tf3 mg/kg©«M27©fc£%£, SOV^xfc/B^ 
TMtflP&-£b (10 ml/kg), *&*7S;*MSfc D lxlO 4 U/0. 1 mlS.^5xl0 4 
U/0. 1 il©^*^ >*-7xO>a (KT.'iIFN-atffift-r*) 

8M (o)fta2@fm!iu niffif] w^^mbfc (v=lxw 2 ) . 

Steel©^att«Ki«fc»3*a3Hft'S*ffofc. fcJttefcThe SAS system for 
Windows Release 8.01 (SAS Institute Inc., Cary, NC, USA) *&mVtco 
&*#&»30B©«*fflM*Rfr* KS^afcStffcteMS^^-U Rene 

l^IjSflO^ (n=6) £0 3 fcj*ct/fc. (Dfc&WlkM 

m-a&$m\tx-?)vn$mz}k^mm®mtfmmzfr-2< cp <o. os> , mmm 
iiiil 

6iH&©fltB6C3FlT^7. (0*5=-^-;^ • U A— ) ©WfBfc, T^7*U>A° 
Si iiS £ & IP jft ft 515 0V2944-HM-1 M tfc (lig^ctDA^) * lxlO 6 
cells/0.05 ml/mouse •V&ft&mLtc. ^ffil03^> ^>^^-;m^TTl|g 

y^zxmmm^hrco &u\zfcmmm*m^ fcmo^mtmmmztz 

3 £5 fc«-3¥6 m-f-o 3SR:#W\ }£-9)l> (0.5%CMC-Na*»«O > Rtf3 
mg/kg©H;$M27©te#$f£, jgPl/^^fflViTSftlfiljgPfi-^U (10 ml/kg) > 
££5xl0 4 U/0. 1 ml/mouse©mIFN-a£TO£&T&-£bfco ^4«4B«fc5llI 
UMbfco &ffi&35B@fcBfJiy >A*Bff(®g, ±j«u B&g) £iffitB U ^©gfi 
RII$fcW*»ffiU*5^©^r«l*WilBII*bfc. Steel©# 
filtl&fcj; DffjiglftJt&frofc. tefetefctThe SAS system for Windows 
Release 8.01 (SAS Institute Inc.. Cary, NC, USA) ZmmVtc. 
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mi o 





6ee* Bfc&<DBtb Bntcmm. 




5 




5 


aHS£M27©ft£^ 


0 



mmM25(D<kGW lOmg 

JLtt 600mg 

Xhn 250mg 

fc Kn^r/nt^-fe^n-;* 30mg 
Xfy'J^t^^y^A 5mg 
JSM68 : S1«J 

%mz&y&mm<D®fcftmmM*ftf&vtz. 

mmmii(o\t^m 20mg 

-yn-JMWii). 5mg 

t Ha^S>ynfcf;i/-fe;VD-x 200mg 

t&s—fr 2mi 

>>£nn^> 2ml 
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If Ot <D $5 B 

1 . -«5* ( I ) : 

(I) 

CSC*, Xtt, NR 3 (R 3 «^^L<fiM^icl~3 0T;P^;^) , 
/Jems, Ml~8©7yM^^SvXf«l:2~8©7;^ 

ft*ftl-8©tHn*->7^M, 7U-;Wk Afn7'J-;H, 75;Mp 
3. WC-jftS (I) fccfc^T, R I ^*JScl-607 , ;^;P*T»-SIII*©ttH 

o 
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5. hub-jrs (i) \z^x, MmmT"e$>zm#<Dmm%immM(D 

6. HrlH-ftS (I) fcfc^T, lifi. #«tft«l/<ttflljft©tfU.^>5llXttfll 

7. «ria-jR=s (i) ki^vjt, &wmm\s<\tm&<Di-y?\s>mx\t 

8. ttHB-«a (I) ic*v»t, Y#, ^^i-4cdt;v^;vS, ^!i$:i~4© 

9. ttrf2-$S5$ (i) k&^t, y^\ ^m^ci~4©7;i/^;^ ^fii$Cl~4© 

10. Iffi NH Xtim*M??&*ll$©l6m9gK:efe©fc£tt. 

1 1. Bf^cDfSBfg 1 ~ 1 0^©ViTtl^l«t|H«O{b^D^^^«i: : r'5 

1 2 . ft$©«B|B!fg 1-10 3i©V>Tn^ 1 EfcfB«©fc£4&*#3&j£#£*f * 
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